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L4 ANSWER 1 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN 
ACCESSION NUMBER: 2005:1242409 CAPLUS 

TITLE: Preparation of lH-imidazo[4, 5-d] pyridazin-4-ols as 

intermediate products for producing medicaments and 
pesticides 

INVENTOR(S): Eckhardt, Matthias 

PATENT ASSIGNEE(S): Boehringer Ingelheim Pharma G.m.b.H. t Co. K.-G., 

Ge rmany 

SOURCE: PCT Int. Appl., 53 pp. 

CODEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: German 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 

PATENT NO. KIND DATE APPLICATION NO. DATE 
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II 



AB Title compds. I [Rl - halo; R2 - alkyl with provisos; X - O, S; R3 - H, 

alkyl with provisos] were prepd as intermediates for producing medicaments 
or pesticides. For example, TFA mediated deprotection of Boc-amine II (Y 
- Boc) afforded imidazo{4, 5-d] pyridazin-4-ol II (Y - H) in 891 yield. 

IT 705279-88-5P 705279-97-6P 705279-98-7P 
705279-99-8P 705280-19-9P 705280-67-7P 
813462-55-4? 855789-80-9P 855789-81-0P 
855789-82-1P 869966-01-8P 869966-02-9P 
869966-03-0P 869966-04-1P 869966-05-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of imidazo[4, 5-d] pyridazin-4-ols as intermediate products 

for 

producing medicaments and pesticides) 
RN 705279-88-5 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,5-dihydro-5-[ (4 -methyl-2-quinazolinyl) methyl] - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




Me 



L4 ANSWER 1 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 705279-97-6 CAPLUS 

CN 4H-Imidazo[4, 5-d)pyridazin-4-one, 2-{ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-3,5-dihydro-5-(2-quinoxalinylmethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 705279-98-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-5-[ (2, 3-dimethyl-6-quinoxalinyl) methyl] -3, 5-dihydro- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 705279-99-8 CAPLUS 

CN 1 -Naphtha lenecarbonitrile, 4- [ [2- ( (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 4-dihydro-4-oxo-5H-imidazo(4, 5-d] pyridazin-5-yl] methyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-19-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,5-dihydro-5-n5-methylimidazo(l,2-a]pyridin-2-yl)methyl]- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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RN 705280-67-7 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-(l-naphthalenylmethyl) - (9CI) (CA INDEX NAME) 




RN 813462-55-4 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) 
3,5-dihydro-5-(6-phenanthridinylmethyl)- (9CI) (CA INDEX NAME) 




RN 855789-80-9 CAPLUS 

CN 4-Isoquinolinecarbonitrile, 1- [ [3- (2-butynyl) -2- (hexahydro-lH-1, 4-diazepin- 
l-yl)-3,4-dihydro-4-oxo-5H-imidazo(4,5-d]pyridazin-5-yl)methyl]- (9CI) 
(CA INDEX NAME) 
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RN 869966-02-9 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Absolute stereochemistry. 



RN 855789-81-0 CAPLUS 

CN 4-Isoquinolinecarbonitrile, 1- [ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1- 
piperazinyl)-5H-imidazo[4,5-d]pyridazin-5-yl]methyl]- (9CI) (CA INDEX 





RN 855789-82-1 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 
piperazinyl)-5-(6-quinoxalinylmethyl)- (9CI) (CA INDEX NAME) 



[2— CSC— Me 



RN 869966-03-0 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Absolute stereochemistry. 




K^^i N 



RN 869966-04-1 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Absolute stereochemistry. 



RN 869966-01-8 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Absolute stereochemistry. 
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a 



RN 869966-05-2 CAPLUS 

CN INDEX NAME NOT YET ASSIGNED 



Absolute stereochemistry. 



NH2 
C— Me 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2005:1130640 CAPLUS 
143:387050 

Preparation of aminoimidazo(4, 5-d)pyridazinones and 
aminoimidazo[4, 5-c]pyridinones as inhibitors of 
dipeptidylpeptidase IV 

Eckhardt, Matthias; Himmelsbach, Frank; Langkopf, 

Elke; Hauel, Norbert; Tadayyon, Mohammad; Thomas, Leo 

Boehringer Ingelheim International G.m.b.H.,. Germany; 

Boehringer Ingelheim Pharma G.m.b.H. & Co. K.-G. 

PCT Int. Appl., 63 pp. 

CODEN: PIXXD2 

Patent 

German 

1 




IT 869966-08-5? 

RL: RCT (Reactant) ; SPN (Syntheti c preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of imidazo[4, 5-d] pyridazin-4-ols as intermediate products 

for 

producing medicaments and pesticides) 
RN 869966-08-5 CAPLUS 
CN INDEX NAME NOT YET ASSIGNED 

Absolute stereochemistry. 
Me — C 



PATENT NO. 






KIND 
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NO. 
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NH2 II 



AB Title compds. 1 [Rl - arylmethyl, arylethyl, heteroarylmethyl, etc.; X - N 
or CRS; R5 - H or alkyl; R2 - H, aryl, heteroaryl, etc.* R3 - 
(un) substituted cycloalkenylmethyl, alkenyl, alkynyl, etc.; R4 - NR6R7; R6 
- H, alkyl, cycloalkyl, etc.; R7 - (un) substituted alkyl-R8; R8 - amino or 
alkylamino] and their pharmaceutical^ acceptable salts, are prepared and 
disclosed as inhibitors of dipeptidylpeptidase IV (DPP- IV) . Thus, e.g., 
II was prepared by amination of 2-bromo-3- (2-buten-l-yl) -5- [ (4-methyl- 
chinazolin-2-yl) -methyl] -3, 5-dihydro[4, 5-d] pyridazin-4-one (preparation 

given) 

with N-me thy 1-e thy lenedi amine. The activity of I was evaluated using 
fluorescence inhibition assays and it vas revealed that selected compds. 
of the invention possessed IC50 values in the range of 1 up to 336 nM. I 
as inhibitor of DPP-IV should prove useful in the treatment of diseases 
such as but not limited to diabetes, obesity and arthritis. 
Pharmaceutical compns. comprising I are disclosed. 
IT 866933-11-lp B66933-12-2P 866933-14-4P 
866933-15-5P B66933-16-6P 866933-17-7P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of aminoimidazo[4, 5-d]pyridazinones and aminoimidazo[4, 5- 
d)pyridinones as inhibitors of dipeptidylpeptidase IV) 
RN 866933-11-1 CAPLUS 

CN 4H-Iraidazol4, 5-d] pyridazin-4-one, 2- [ (2-aminoethyl) methylamino) -3- (2- 

butynyl) -3, 5-dihydro-5- [ <4-methyl-2-quinazolinyl) methyl]- (9CI) (CA INDEX 
NAME) 
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Me 



RN 866933-12-2 CAPLUS 

CN 4H-Imidazo(4,5-d]pyridazin-4-one, 2-( (2-aminoethyl) methylamino] -3- (2- 
butynyl) -3, 5-dibydro-5- [ (3-methyl-l-isoquinolinyl) methyl)- (9CI) (CA 
INDEX NAME) 




RN 866933-14-4 CAPLUS 

CN Benzonitrile, 2-[[2-[£ (2S) -2 -ami nopropyl] methylamino] -3- (2-butynyl) -3, 4- 
dihydro-4-oxo-5H-imidazo[4,5-d}pyridazin-5-yl] methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 866933-15-5 CAPLUS 

CN Benzonitrile, 2-[ [2- { (2-amino-2-methylpropyl) methylamino] -3- (2-butynyl) - 
3, 4-dihydro-4-oxo-SH-imidazo{4, 5-d] pyridazin-S-yl} methyl]- (9CI) (CA 
INDEX NAME) 
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RN 866933-16-6 CAPLUS 

CN 4-Isoquinolinecarbonitrile, 3-[[2-[[ (2S) -2 -ami nopropyl) methylamino] -3- ( 2- 
butynyl)-3,4-dihydro-4-oxo-5H-imidazo[4,5-d]pyridazin-5-yl]methyl]- (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 866933-17-7 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2-[ [ (2S) -2-ami nopropyl] methylamino] -3- (2- 
butynyl)-3,5-dihydro-5-l (4-methyl-2-quinazoli nyl) methyl] - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




Me 



IT 865933-21-3P 86S933-22-4P 866933-23-5P 
866933-24-6P 866933-25-7P 866933-26-8P 
866933-27-9P 866933-28-0P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of aminoimidazo[4, 5-d]pyridazinones and aminoimidazo[4, 5- 
d]pyridinones as inhibitors of dipeptidylpeptidase IV) 
RN 866933-21-3 CAPLUS 

CN Benzonitrile, 2-[[2-( [ (2S) -2-ami nopropyl] amino] -3- (2-butynyl) -3, 4-dihydro- 
4-oxo-5H-imidazo(4,S-dJpyridazin-S-yl]methyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 8 66933-22-4 CAPLUS 

CN Carbamic acid, [ (IS) -2- [ [1- (2-butynyl) -6, 7-dihydro-6- [ (4-methyl-2- 

quinazolinyl) methyl] -7-oxo-lH-imidazo[4 , 5 -d)pyridazin- 2 -yl] methylamino] - 
methylethyl]-, phenylmethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Me 



RN 8 66933-23-5 CAPLUS 

CN Carbamic acid, [ (IS) -2-[ [1- (2-butynyl) -6-[ ( 2 -cyanophenyl) methyl] -6, 7- 
dihydro-7-oxo-lH-imidazo[4, 5-d] pyridazin-2-yl] amino] -1 -methyl ethyl] -, 
1, 1 -dime thy le thy 1 ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 866933-24-6 CAPLUS 

CN Carbamic acid, [2- [[ 1- (2-butynyl) -6- ( (2-cyanophenyl) methyl] -6, 7-dihydro- 
oxo-lH-imidazo[4, S-d]pyridazin-2-yl] amino] -1, 1-dimethylethyl] 
1,1 -dimethyl ethyl ester (9CI) (CA INDEX NAME) 
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RN 866933-25-7 CAPLUS 

CN Carbamic acid, ( (IS) -2- [ {1- (2-butynyl) -6- [ (4-cyano-3-isoquinolinyl) methyl] 
6,7-dihydro-7-oxo-lH-imidazo[4, 5-d]pyridazin-2-yl] amino) -1 -methyl ethyl] -, 
1, 1-diraethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 866933-26-9 CAPLUS 

CN Carbamic acid, ( (IS) -2- ( [1- (2-butynyl) -6- ( (2-cyanophenyl) methyl) -6, 7- 

dihydro-7-oxo-lH-imidazo[4, 5-d]pyridazin-2-yl] raethylamino] -1 -methyl ethyl) - 
, 1,1-dimethylethyl eater (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




'OBu-t 



RN 866933-27-9 CAPLUS 

CN Carbamic acid, [2- [ (1- (2-butynyl) -6- [ (2-cyanophenyl) methyl] -6, 7-dihydro-7- 
oxo-lH-imidazo[4, 5-d] pyridazin-2-yl] raethylamino] -1, 1-dimethylethyl] -, 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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RN 866933-28-0 CAPLUS 

CN Carbamic acid, [ (IS) -2- {{ 1- (2-butynyl) -6- [ (4-cyano-3-isoquinolinyl) methyl] - 
6,7-dihydro-7-oxo-lH-imidazo(4,5-d]pyridazin-2-yl]methylamino]-l- 
me thy 1 ethyl)-, 1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




' OBu-t 
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INVENTOR(S) : 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2005:570898 CAPLUS 
143:78214 

Preparation of (homo)piperazinylimidazoyridazinones 
for treatment of diabetes mellitus. 
Hiramelsbach, Frank; Hauel, Norbert; Langkopf, Elke; 
Eckhardt, Matthias; Kauf f ma nn -Hefner, Iris; Tadayyon, 
Mohammad; Thomas, Leo 

Boehringer Ingelheim International G.m.b.H. , Germany; 

Boehringer Ingelheim Pharma G.m.b.H. & Co. KG 

PCT Int. Appl., 57 pp. 

CODEN: PIXXD2 

Patent 

German 
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CH, 


CY 


CZ, DE, DK, 


EE, 


ES, 


FI, 


FR, 


GB 


GR, 


HU, 


IE 


IS 


, IT, 


LT 


LU, 


MC 


NL, PL, PT, 


RO, 


SE, 


SI, 


SK, 


TR 


BF, 


BJ, 


CF 


CG 


, CI, 


CM 


6A, 


GN 


GO, GW, ML, 


MR, 


NE, 


SN, 


TD, 


TG 




















DE 10359098 






Al 




20050728 




DE 


2003- 


10359098 




20031217 


US 2005171093 




Al 




20050804 




US 


2004- 


16176 




20041217 


PRIORITY APPLN. 


INFO. : 












DE 


2003- 


10359098 




A 20031217 


















US 


2004- 


538555P 




P 20040123 




Title compds. [I; Rl - (substituted) heteroarylalkyl, naphthylalkyl; R2 - 
H, Me; R3 - 2-butyn-l-yl, 1-buten-l-yl, 2-buten-l-yl, 3-methyl-2-buten-l- 
yl) , were prepared Thus, 2-bromo-3- (2-butyn-l-yl) -5- [ (4-methylquinazolin-2- 
yl)methyl]-3,5-dihydroimidazo[4,5-d]pyridazin-4-one (preparation given) and 
piperazine were microvaved in DMF at 200' for 5 min. to give 51% 
2- (piperazin-l-yl)-3- (2-butyn-l-yl) -S-f (4 -methylquinazolin-2-yl) methyl] - 
3, 5-dihydroimidazo[4, 5-d]pyridazin-4-one. The latter inhibited 
dipeptidylpeptidase-IV with IC50 - 5 nM. 

655789-37-6P, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- [ (4-methyl- 
quinazolin-2-yl) methyl] -3, 5-dihydro-imidazo(4, 5-d] pyridazin-4-one 



<12/22/2005> 
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6S57B9-3B-7P, 2- ( (1, 4] Diazepan-l-yl) -3- (2-butyn-l-yl) -5- [ (4-methyl- 
qui naz o li n- 2 -yl) methyl] -3, 5-dihydro-imidazo[4 , 5-d] pyridazin-4-one 
6557B9-39-8P, 2- (Pipe razin-l-yl) -3- (2-butyn-l-yl) -5- { (4 -methyl- 
benzoxazol-2-yl) methyl] -3, 5-dihydro-imidazo(4, 5-d]pyridazin-4-one 
855789-40-1P, 2- ({1, 4] Diazepan-l-yl) -3- (2-butyn-l-yl) -5- [ (4-methyl- 
benzoxazol-2-yl) methyl] -3, 5-dihydro-imidazo[4 , 5-d] pyridazin-4-one 
RL: PAC (Pharmacological activity); SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(claimed compd.; prepn. of (homo) pipe razinylimidazoyridazi nones for 
treatment of diabetes mellitus) 
855789-37-6 CAPLUS 

4H-Imidazo(4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- [ (4-methyl-2- 
qui nazolinyl) methyl]- 2- (1 -pipe razinyl) - (9CI) (CA INDEX NAME) 



H2-CSC— Me 



Me 

RN 855789-38-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexahydro-lH-1,4- 

diazepin-l-yl) -3, 5-dihydro-5- [ (4-methyl-2-quinazolinyl) methyl] - (9CI ) (CA 
INDEX NAME) 



; 2 — C£=3C-Me 



RN 855789-39-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- [ (4-methyl-2- 
benzoxazolyl ) methyl]- 2- (1 -pipe razinyl)- (9CI) (CA INDEX NAME) 




RN 855789-40-1 CAPLUS 

Habte 
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CH 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexahydro-lH-1, 4- 

diazepia-l-yl) -3, 5-dihydro-5- [ (4-methyl-2-benzoxazolyl> methyl]- (9CI) (CA 

INDEX NAME) 




IT BS5789-60-5P, 2- ((1, 4] Diazepan-l-yl) -3- (2-butyn-l-yl) -5- [ (2, 3, 8- 

trimethyl-quinoxaUn-6-yl) methyl] -3, 5-dihydro-imidazo(4,5-d]pyridazin-4- 
one 855789-61-6P, 2- ( f 1, 4} Diazepan-l-yl) -3- (2-butyn-l-yl) -S-( (4- 
cyano-naphthalin-l-yl) methyl] -3, 5-dihydro-imidazo[4, 5-d}pyridazin-4-one 
855789-62-7P, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- [ (4-cyano- 
naphthalin- 1-yl) methyl] -3, 5-dihydro-imidazo[4, 5-d]pyridazin-4-one 
655789-63-8P, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- ( (4-f luoro- 
naphthalin- 1-yl) methyl] -3, 5-dihydro-imidazo[4, 5-d] pyridazin-4-one 
655789-64-9? , 2- < { 1 , 4) Diazepan-l-yl) -3- (2-butyn-l-yl) -5- [ (4-f luoro- 
naphthalin- 1-yl) methyl] -3, 5-dihydro-imidazo[4, 5-d] pyridazin-4-one 
855789-65-0P, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5-( (4-brorao- 
naphthalin- 1-yl (methyl) -3, 5-dihydro-imidazo[4, 5-d]pyridazin-4-one 
855789-86-1P, 2- {( 1,4) Diazepan- 1-yl) -3- (2-butyn-l-yl) -5- [ (4 -bromo- 
naph thai in- 1-yl) methyl] -3, 5-dihydro-imidazo[4, 5-d]pyridazin-4-one 
B55789-67-2P, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- 
( ( [1,2,4] tri azolo( 4, 3-a]pyridin-3-yl) methyl) -3, S-dihydro-iraidazo[4, 5- 
d]pyridazin-4-one 855789-68-3P, 2- (Piperazin-l-yl) -3- (2-butyn-l- 
yl) -5- [ (l-methyl-lH-benzotriazol-5-yl) methyl) -3, 5-dihydro-imidazo[4,5- 
d]pyridazin-4-one 8557B9-69-4P, 2- ([1, 4] Diazepan-l-yl) -3- (2- 
butyn-l-yl) -S-( (l-methyl-lH-benzotriazol-5-yl)methyl] -3, 5-dihydro- 
imidazo[4,5-d)pyridazin-4-one 855789-71-8P, 2- ( (1, 4] Diazepan-l- 
yl) -3- (2-butyn-l-yl) -5- [ ( (1,2, 4] tri azolo (4, 3 -a]pyridin-3-yl) methyl] -3, 5- 
dihydro-imidazo(4 f 5-d)pyridazin-4-one 855789-73-0P, 

2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- [ (4-methyl-pyridin-2-yl) methyl] -3, 5- 
dihydro-imidazo(4, 5-d)pyridazin-4-one 8557B9-74-1P, 

2- ([1, 4] Diazepan-l-yl) -3- (2-butyn-l-yl) -5-[ ( 4 -raethyl-pyridin-2-yl) methyl] - 
3, 5-dihydro-imidazo[4, 5-d)pyridazin-4-one 855789-75-2P 
855789-76-3P 855789-77-4P, 2- (Piperazin-l-yl) -3- (2-butyn- 
l-yl) -5-[ (3-methyl-isoquinolin-l-yl)methyl} -3, 5-dihydro-imidazo[4, 5- 
d]pyridazin-4-one 855789-7B-5P, 2- ( (1, 4] Diazepan-l-yl) -3- (2- 
butyn-l-yl) -5-[ (3-methyl-isoquinolin-l-yl) methyl] -3, 5-dihydro-imidazo[4, 5- 
d]pyridazin-4-one 8557B9-79-6P, 2- ([ 1 , 4] Diazepan-l-yl) -3- (2- 
butyn-l-yl) -5-[ (1, 5-naphthyridin-2-yl) methyl) -3, 5-di hydro- imidazo[4, 5- 
d]pyridazin-4-one 8557B9-80-9P, 2- ( [1, 4] Diazepan-l-yl) -3- (2- 
butyn-l-yl) -5- ( (4-cyano-isoquinolin-l-yl) methyl] -3, 5-dihydro-imidazo[4, 5- 
d]pyridazin-4-one 855789-81-0P, 2- (Piperazin-l-yl) -3- (2-butyn-l- 
yl) -5-[ (4-cyano-isoquinolin-l-yl) methyl] -3,5-dihydro-imidazo[4, 5- 
d]pyridazin-4-one 8557B9-82-1P, 2- (Piperazin-l-yl) -3- (2-butyn-l- 
yl) -5-{ (quinoxalin-6-yl) methyl] -3, 5-dihydro-imidazo[4, 5-d]pyridazin-4-one 
855789-83-2P, 2- (Piperazin-l-yl) -3- (2-butyn-l-yl) -5- { (2,3,8- 
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trimethyl-quinoxalin-6-yl) methyl] -3, S~dihydro-imidazo[4, 5-d)pyridazin-4- 
one 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study)) PREP (Preparation); USES 
(Uses) 

(prepn. of (homo)piperazinylimidazoyridazinones for treatment of 
diabetes mellitus) 
RN 855789-60-6 CAPLUS 

CN 4H-Imidazo(4, 5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexahydro-lH-1, 4- 
diazepin-l-yl)-3,S-dihydro-5-[(2,3,8-trimethyl-6-quinoxalinyl)methyl]- 
(9CI) (CA INDEX NAME) 




RN 855789-61-6 CAPLUS 

CN 1-Naphthalenecarbonitrile, 4-[ (3- (2-butynyl) -2- (hexahydro-lH-1, 4-diazepin- 
l-yl)-3,4-dihydro-4-oxo-5H-imidazo[4,5-d]pyridazin-5-yl]methyl]- (9CI) 
(CA INDEX NAME) 



CN 




RN 855789-62-7 CAPLUS 

CN 1-Naphthalenecarbonitrile, 4- ( (3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1- 

piperazinyl)-5H-imidazo[4,5-d]pyridazin-5-yl] methyl)- (9CI) (CA INDEX 
NAME) 
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RN 855789-63-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -5- [ (4-f luoro-1- 

naphthalenyl) methyl] -3, S-dihydro-2- (1-piperazinyl) - (9CI) (CA INDEX NAME) 
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butynyl) -3, 5-dihydro-2- (1-piperazinyl)- (9CI) (CA INDEX NAME) 



Br 




RN 855789-66-1 CAPLUS 

CN 4H-lmidazo( 4, 5-d] pyridazin-4-one, 5- ( (4-bromo-l-naphthalenyl) methyl] -3- (2- 
butynyl) -2- (hexahydro-lH-1, 4-diazepin-l-yl) -3, 5-dihydro- (9CI) (CA INDEX 
NAME) 



I"- o CH 2 -C==C-Me 



855789-64-9 CAPLUS 

4H-Iraidazo[4,5-d)pyridazin-4-one, 3- (2-butynyl) -S-[ (4-f luoro-1- 
naphthalenyl) methyl] -2- (hexahydro-lH-1, 4-diazepin-l-yl) -3, 5-dihydro- (9CI) 
(CA INDEX NAME) 




855789-67-2 CAPLUS 

4H-Imidazo[4, 5-d)pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 
piperazinyl) -5- (1, 2, 4-triazolo[4 , 3-a] pyridin-3-ylmethyl) - (9CI) (CA INDEX 
NAME) 




855789-65-0 CAPLUS 
4H-Imidazo(4,5-d]pyridazin-4-one, 



5-( (4-bromo-l-naphthalenyl)methyl]-3-(2- 



<12/22/2005> 



Me— CSC-CH2 




855789-68-3 CAPLUS 

4H-Imidazo(4 , 5-d)pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-S- ( (1-methyl- 
lH-benzotriazol-5-yl) methyl] -2- (1-piperazinyl)- (9CI) (CA INDEX NAME) 



Habte 
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RN 855789-69-4 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexabydro-lH-1, 4- 
diazepin-l-yl)-3, 5-dihydro-S-{ (1 -methyl -lH-benzotriazol-5-yl) methyl] - 
(9CI) (CA INDEX NAME) 



•-CSO-CH2 N 



He 



RN 855789-71-8 CAPLUS 

CN 4H-Imidazot4,5-d]pyridazin-4-one. 3- (2-butynyl) -2- (hexahydro-lH-1, 4- 

diazepin-l-yl) -3, 5-dihydro-5- (1, 2, 4-triazolo[4, 3-a] pyridin-3-ylmethyl) - 
(9CI) (CA INDEX NAME) 



Me-C=C-CH2 If 
RN 855789-73-0 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- [ (4-methyl-2- 
pyridinyl) methyl] -2- (1-piperazinyl) - (9CI) (CA INDEX NAME) 




RN 855789-74-1 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexahydro-lH-1, 4- 
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diazepin-l-yl)-3,5-dihydro-5-[(4-methyl-2-pyridinyl)methyl]- (9CI) (CA 
INDEX NAME) 



CH 2 -C^C-Me 



RN 855789-75-2 CAPLUS 

CN 4H-Imidazo[4, S-d] pyridazin-4-one, 5- (2, 1, 3-benzothiadiazol-S-ylmethyl) -3- 
(1-butynyl) -3, 5-dihydro-2- (1-piperazinyl)- (9CI) (CA INDEX NAME) 




RN 855789-76-3 CAPLUS 

CN 4H-Iraidazo{4, S-d]pyridazin-4-one, 5- (2, 1, 3-benzothiadiazol-5-ylmethyl) -3- 
(l-butynyl)-2-(hexahydro-lH-l,4-diazepin-l-yl)-3,5-dihydro- (9CI) (CA 
INDEX NAME) 



RN 855789-77-4 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-( (3-methyl-l- 
isoquinolinyl) methyl] -2- (1-piperazinyl) - (9CI) (CA INDEX NAME) 
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CH2 CH2 — >-^= n« 



855789-78-5 CAPLUS 

4H-Imidazo(4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexahydro-lH-1, 4- 
diazepin-l-yl)-3,5-dihydro-5-( (3-methyl-l-isoquinolinyl) methyl] - (9CI) 
(CA INDEX NAME) 
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RN 855789-81-0 CAPLUS 

CN 4-Isoquinolinecarbonitrile, l-[ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1- 
piperazinyl) -5H-imidazo[ 4, 5-d] pyridazin-5-yl] methyl]- (9CI) (CA INDEX 
NAME) 




RN 855789-79-6 CAPLUS 

CN 4H-Imidazol4,5-d]pyridazin-4-one, 3- (2-butynyl) -2- (hexahydro-lH-1, 4- 

diazepin-l-yl) -3, 5-dihydro-5- (1, 5-naphthyridin-2-ylmethyl) - (9CI) (CA 
INDEX NAME) 




RN 855789-80-9 CAPLUS 

CN 4-Iaoquinolinecarbonitrile, 1- [ [3- (2-butynyl) -2- (hexahydro-lH-1, 4-diazepin- 
l-yl)-3 / 4-dihydro-4-oxo-5H-imidazo[4 f 5-d) pyridazin-5-yl] methyl] - (9CI) 
(CA INDEX NAME) 




RN 855789-82-1 CAPLUS 

CN 4H-Imidazo[4,5-dJpyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 
piperazinyl)-5-(6-quinoxalinylmethyl)- (9CI) (CA INDEX NAME) 




RN 855789-83-2 CAPLUS 

CN 4H-Imidazo[4,5-d)pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 

piperazinyl) -5- ( (2,3, 8-trimethyl-6-quinoxalinyl) methyl]- (9CI) (CA INDEX 
NAME) 



<12/22/2005> 



Habte 
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IT 855789-41-2P, 2- (4-tert-Butoxycarbonyl-piperazin-l-yl) -3- (2-butyn- 

1-yl) -5-[ (2,3,8-trimethyl-quinoxalin-6-yl)methyl] -3, 5-dihydro-imidazo[4, 5- 
d)pyridazin-4-one 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of (homo) pipe razinylimidazoyridazi nones for treatment of 
diabetes mellitus) 
RN 8SS789-41-2 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [1- (2-butynyl) -6, 7-dihydro-7-oxo-6- [ (2, 3, 8- 
trimethyl-6-quinoxalinyl) methyl) -lH-imidazo(4, 5-d] pyridazin-2-yl] -, 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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OTHER SOURCE(S): MARPAT 143:97364 

GI 




AB The present invention relates to bicyclic imidazole compds. of general 
formula I vherein Rl to R3 and A are defined in claims (an example of a 
compound of the invention is 1- ( (4-methyl-3-oxyquinazolin-2-yl) methyl) -3- 
methyl-7- (2-butyn-l-yl) -8- ( (R) -3-aminopiperidin-l-yl) xanthine) , , the 
tautomers, the enantiomers, the stereoisomers, the mixts. thereof and the 
salts thereof, which have valuable pharmacol. properties, particularly an 
inhibiting effect on the activity of the enzyme dipeptidylpeptidase-IV 
(DPP-IV) . In addition to the compds., pharmaceutical compns. containing I 
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process for prepg. I are also claimed. A method of treating a disease 
chosen from type I and II diabetes mellitus, arthritis, obesity, allograft 
transplantation and calcitonin-induced osteoporosis using I is also 
claimed. 

IT 856408-30>5P 856408-31-6P BS6408-32-7P 
S56408-33-8P 856408-34-9P 856408-35-0P 

856408-37-2P 856406-38-3?, 2- (Piperazin-l-yl) -3- (2-butyn- 
l-yl) -5- [ (4-methyl-3-oxide-quinazolin-2-yl) methyl] -3, 5-dihydroimidazo[4, 5- 
d)pyridazin-4-one 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(candidate drug; preparation of bicyclic imidazole derivs. and their use 

in 

pharmaceutical compns. for treating various diseases) 
RN 856408-30-5 CAPLUS 

CN 4H-Imidazo[4,5-djpyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- ( (l-oxido-2-quinolinyl) methyl] - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 856408-31-6 CAPLUS 

CN 4H-Imidazo(4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5- [ (3-methyl-2-oxido-l-isoquinolinyl) methyl) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 856408-32-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-{ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- [ (5-oxido-6-phenanthridinyl) methyl]- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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RN 8 56408-33-8 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5- [ (3-oxido-2-quinazolinyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 856408-34-9 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl) -3- (2- 
butynyl)-5-[ (1, 4-dioxido-2-quinoxalinyl) methyl] -3, 5-dihydro- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




O 



RN 856408-35-0 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2-( (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5-[ (4-methyl-3-oxido-2-quinazolinyl) methyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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(Continued) 



, 'YYYY 



856408-37-2 CAPLUS 

4H-Imidazo(4, 5-d] pyridazin-4-one, 2-{ (3R) -3-amino-l-piperidinyl) -3- (2- 
butynyl)-3,5-dihydro-S-[(2-oxido-3-isoquinolinyl)methyl]- (9CI) (CA INDEX 
NAME) 



Absolute stereochemistry. 



xfir 



RN 856408-38-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- [ (4-methyl-3- 
OXido-2-quinazolinyl) methyl]- 2- (1 -pipe razinyl)- (9CI) (CA INDEX NAME) 



O CH2-CEac-Me 



IT 856408-11-2P B56408-12-3P 856408-13-4P 
856408-14-5P 656408-15-6P 856408-17-8P 
856408-19-0P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation of bicyclic imidazole derivs. and their use in 
pharmaceutical 

compns. for treating various diseases) 
RN 856408-11-2 CAPLUS 

CN Carbamic acid, [ (3R) -1-[1- (2-butynyl) -6, 7-dihydro-6- ( (l-oxido-2- 
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qui nolinyl) methyl] -7-oxo-lH-iaidazo[4, S-d]pyridazin-2-yl] -3-piperidinyl] - 
1,1 -dime thylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



N^^» N 



RN 856408-12-3 CAPLUS 

CN Carbamic acid, { (3R) -1- [ 1- (2-butynyl) -6, 7-dihydro-6- [ (3-mathyl-2-oxido- 1 - 
isoqui nolinyl) methyl] -7-oxo-lH-iraidazo[4, 5-d]pyridazin-2-yl] -3- 
piperidinyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




M *^x — 



RN 856408-13-4 CAPLUS 

CN Carbamic acid, ( (3R) -1- (1- (2-butynyl) -6, 7-dihydro-6- [ (5-oxido-6- 
phenanthridinyl) methyl] -7-oxo-lH-imidazo[ 4, 5-d] pyridazin-2-yl] -3- 
piperidinyl}-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 856408-14-5 CAPLUS 

CN Carbamic acid, { (3R) -1-fl- (2-butynyl) -6, 7-dihydro-6- [ (3-oxido-2- 

quinazolinyl) methyl) -7-oxo-lH-imidazo [4, 5-d] pyridazin-2-yl] -3-piperidinyl] - 




RN 856408-15-6 CAPLUS 

CN Carbamic acid, ( (3R) -1- [ 1- (2-butynyl) -6- ( (1 , 4-dioxido-2- 

quinoxalinyl) methyl] -6, 7-dihydro-7-oxo-lH-imidazo[4, 5-d] pyridazin-2-yl] -3- 
piperidinyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




0 



RN 856408-17-8 CAPLUS 

CN Carbamic acid, [ (3R) -1- [1- (2-butynyl) -6, 7-dihydro-6- ( (4-methyl-3-oxido-2- 
quinazolinyl)methyl]-7-oxo-lH-imidazo[4,5-d)pyridazin-2-yl] -3-piperidinyl] - 
, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




Me 



RN 856408-19-0 CAPLUS 

CN Carbamic acid, { (3R) -1-[1- (2-butynyl) -6, 7-dihydro-6- [ (2-oxido-3- 
isoquinolinyl) methyl] -7-oxo-lH-imidazo(4, 5-d]pyridazin-2-yl] -3- 
piperidinyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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GI 




AB There are provided preventives or therapeutic agents for multiple 

sclerosis, characterized by containing compds. represented by the following 
general formula (I) [ring Tl - (un) substituted 4- to 12-membered mono- or 
dicyclic heterocyclyl containing 1 or 2 N atoms; X - each (un) substituted 

Cl-6 

alkyl, C2-6 alkenyl, C2-6 alkynyl, C6-10 aryl, 5- to 10-membered 
heteroaryl, C6-10 aryl-Cl-6 alkyl, or 5- to 10-membered heteroaryl-Cl-6 
alkyl; the solid line accompanied by a dotted line between Z2 and Zl - a 
single or double bond; when the bond is a single bond, Zl - NR2 and Z2 - 
CO; when the bond is a double line, 21, 22 - N or CR2; Rl, R2 - -A0-A1-A2 
(wherein AO - a single bond, (un) substituted Cl-6 alkylene; Al - a single 
bond, S, 0, S{0), S(0)2, 02C, C02, NRA, CONRA, NRACO, S02NRA, or NRAS02; 
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RN 854279-13-3 CAPLUS 

CN 4H-Imidazo[4, 5-d)pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-methyl-2- (1- 
piperazinyl)-, trif luoroacetate (9CI) (CA INDEX NAME) 

CM 1 

CRN 635717-65-6 
CMF C14 H18 N6 O 




O 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F— C-C02H 
F 



RN 854279-14-4 CAPLUS 

CN 4H-Imidazo(4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- 

[ (phenylraethoxy) methyl] -2- (1-piperazinyl) -, trif luoroacetate (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635717-67-8 
CMF C21 H24 N6 02 
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A2, RA - H, halo, cyano, each (un) substituted guanidino, Cl-6 alkyl, C3-8 
cycloalkyl, C3-8 cycloalkenyl, C2-6 alkenyl, C2-6 alkynyl, C6-10 aryl, 5- 
to 10-membered heteroaryl, 4- to 8-membered heterocyclyl, or 5- to 
10-membered heteroaryl-Cl-6 alkyl, etc.); when Z2 - CR2, Rl and R2 
together form a 5- to 7-raembered ring] , salts thereof, or hydrates of 
either. Thus, 7 mg 4- (7- (2-butynyl) -2-chloro-l- (2-cyanobenzyl) -6-oxo-6,7- 
dihydro-lH-purin-8-yl]piperazine-l-carboxylic acid tert-Bu ester was 
dissolved in 0.2 mL l-methyl-2-pyrrolidone, treated with 8 mg 
3-hydroxypyridiae-2-carbosamide and 8 mg K2C03, stirred at 100' for 
2 h, treated with 1 N aq. HC1, and extd. with EtOAc. The EtOAc ext. was 
coned., dissolved in CF3C02H, and coned, to give, after purifn. using 
reversed-phase HPLC, 3- [ [7- (2-butynyl) -1- (2-cyanobenzyl) -6-oxo-8- 
(piperazin-l-yl)-6,7-dihydro-lH-purin-2-yl]oxy}pyridine-2-carboxamide 
trif luoroacetate (II). II showed IC50 of 0.000890 yH against 
dipeptidyl peptidase IV (DPPIV) . 7- (2-Butynyl) -1, 3-dimethyl-8- (piperazin- 
l-yl) -3, 7- (piperazin-l-yl) -3, 7-dihydropurine-2, 6-dione, 

2-[ [7- (2-butynyl) -l-methyl-6-oxo-8- (piperazin-l-yl) -6, 7-dihydro-lH-purin-2- 
yl) oxy] be nz amide, and 2- (3-aminopiperidin-l-yl) -3- (2-butynyl) -S-methyl-3, 5- 
dihydroimidazo[4, 5-d)pyridazin-4-one trif luoroacetate inhibited the onset 
of allergic encephalomyelitis (EAE) in mice of human multiple sclerosis 
model. 

IT 635717-65-6P, 3- (2-Butynyl) -S-methyl-2- (piperazin-l-yl) -3, 5- 
dihydroimidazo[4, 5-d]pyridazin-4-one 635720-65-9P, 
2- [[3- (2-Butynyl)-4-oxo-2- (piperazin-l-yl) -3, 4-dihydroimidazo[4, 5- 
d] pyridazin-5-yl) methyl) be nzoni tri le 854279-13-3P 
854279-14-4P 854279-17-7P 854279-18-8P 
854279-24-6P 8S4279-25-7P 8S4279-Z6-8P 
854279-27-9P 8S4279-29-1P 8S4279-30-4P 
8S4279-31-5P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation); USES 
(Uses) 

(reparation of fused imidazole derivs. such as 

dihydroimidazopyridazine, dihydroimidzolpyridine, hypoxanthine, and 
xanthine derivs. and preventives or therapeutic agents for multiple 
sclerosis) 
RN 635717-65-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-raethyl-2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 




0 



RN 635720-65-9 CAPLUS 

CN Benzonitrile, 2-( [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
iraidazoI4,5-d)pyridazin-5-yl) methyl)- (9CI) (CA INDEX NAME) 
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O 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



f 

F-C-C02H 



RN 854279-17-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-methyl-2- (1 
piperazinyl)-, 4-methylbenzenesulf onate (9CI) (CA INDEX NAME) 

CM 1 

CRN 635717-65-6 
CMF C14 H18 N6 O 




0 



CM 2 

CRN 104-15-4 
CMF C7 H8 03 S 
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854279-18-8 CAPLUS 

4H-Imidazot4,5-d]pyridazin-4-one, 2- (3-anino-l-piperidinyl) -3- (2-butynyl) - 
3,5~dihydro-5-nethyl-, trif luoroacetate (9CI) (CA INDEX NAME) 

CM 1 

CRN 635717-75-8 
CMF C15 H20 N6 O 



vex. 



CH2— CSC-He 



CRN 76-05-1 
CMF C2 H F3 02 



-C-C02H 



854279-24-6 CAPLUS 

4H-Imidazo[4, 5-d}pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 
piperazinyl)-5-(2-propynyl) trif luoroacetate (9CI) (CA INDEX NAME) 



CRN 635720-47-7 
CMF C16 H18 N6 O 



HCSC" CH2 



CH2— CSC—Me 
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76-05-1 
C2 H F3 02 



854279-25-7 CAPLUS 

4H-Imidazo[4, 5-d]pyridazin-4-one, 3- (2-butynyl) -3, S-dihydro-5- {2- (3- 
methoxyphenyl) -2-oxoethyl) -2- (1-piperazinyl) -, trif luoroacetate (9CI) 
INDEX NAME) 

CM 1 



CRN 
CMF 



635720-63-7 
C22 H24 N6 03 



o CH2-CE3C^ 

"Xr 1 - ocxa 



76-05-1 
C2 H F3 02 



-c-c 



854279-26-8 CAPLUS 

Benzonitrile, 2-[ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazot 4 , 5-d]pyridazin-5-yl) methyl)-, trif luoroacetate (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-65-9 
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CMF C21 H21 N7 0 



CT o CH 2 -CS3c-Me 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



RN 854279-27-9 CAPLUS 

CN Benzonitrile, 2- 1 [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -SH- 
imidazo[ 4, 5-d)pyridazin-5-yl] methyl] -3-fluoro-, trif luoroacetate (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 635721-29-8 
CMF C21 H20 F N7 0 



CRN 76-05-1 
CMF C2 H F3 02 



F 

F-C-C02H 
F 
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RN 854279-29-1 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3, 5-dihydro-5-methyl-3- (phenyl methyl) -2- 
(1-piperazinyl)-, trif luoroacetate (9CI) (CA INDEX NAME) 



CRN 635721-55-0 
CMF C17 H20 N6 O 



CH 2 -Ph 



CRN 76-05-1 
CMF C2 H F3 02 



RN 854279-30-4 CAPLUS 

CN 4H-Imidazo(4, 5-d) pyridazin-4-one, 3, 5-dihydro-5- (2 -phenyl ethyl) -3- 

(phenylraethyl) -2- (1-piperazinyl) -, trif luoroacetate (9CI) (CA INDEX NAME) 



CRN 635721-59-4 
CMF C24 H26 N6 O 



Ph-CH2-CH2 



CH2-Ph 



CRN 76-05-1 

Habte 
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CMF C2 H F3 02 



(Continued) 



854279-31-5 CAPLUS 

lH-Imidazo[4,5-d]pyridazine-4-carboxamide, 1- (2-butynyl) -6, 7-dihydro-6- 
raethyl-7-oxo-2-(l-piperazinyl)-, trif luoroacetate (9CI) (CA INDEX NAME) 



CRN 
CMF 



635722-01-9 
C15 H19 N7 02 
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imidazo(4, 5-d)pyridazin-2-yl) piperazine-l-carboxylic acid tert-butyl ester 
63S723-14-7P, 4- [1- (2-Rutynyl) -4-carbamoyl-6-methyl-7-oxo-6, 7- 
dihydro-lH-imidazo[4, 5-d] pyridazin-2-yl)piperazine-l-carboxylic acid 
tart-butyl ester «35723-79-4P, [ 1- (6-Methyl-7-oxo-6, 7-dihydro-lH- 
iraidazo(4, 5-d)pyridazin-2-yl) piperidin-3-ylJ carbaaic acid tert-butyl ester 
RL: RCT (Reactant)/ SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(reparation of fused imidazole derivs. such as 

dihydroimidazopyridazine, dibydroioidzolpyridine, hypoxanthine, and 
xanthine derivs. and preventives or therapeutic agents for multiple 
sclerosis) 
635722-47-3 CAPLUS 

1-Piperazinecarboxylic acid, 4-[l- (2-butynyl) -6, 7-dihydro-6-methyl-7-oxo- 
lH-imidazo(4. 5-d] pyridazin-2-yl) -, 1, 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 



C- OBu-t 



XXx^ 

18 ff CH2-CSC-Me 



CH2—C=C-Me 



RN 635722-77-9 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [4, 5-dihydro-4-oxo-5- 

[ (phenylmethoxy) methyl) -lH-imidazo[4, 5-d] pyridazin-2-yl] - 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



CRN 76-05-1 
CMF C2 H F3 02 



Ph-CH2-0-CK2 



635722-47-3P, 4- [ 1 - (2-Butynyl) -6-methyl-7-oxo-6, 7-dihydro- 1H- 
imidazo[4,5-d]pyridazin-2-yl]pipera2ine-l-carboxylic acid tert-butyl ester 
635722-77-9P, 4 - [6-Benzyloxyme thy 1-7-0X0-6, 7-dihydro- 1H- 

iraidazo(4,5-d]pyridazin-2-yl]piperazine-l-carboxylic acid tert-butyl ester 

635722- 78-0P, 4 - [6-Benzyloxymethyl-l- (2-butynyl) -7-cxo-6, 7-dihydro- 
lH-imidazo[4, 5-d]pyridazin-2-yl)piperazine-l-carboxylic acid tert-butyl 
ester 635722-82-6P, 4- (6-Methyl-7-oxo-6, 7-dihydro- lH-imidazo[4 , 5- 
d}pyridazin-2-yl)piperazine-l-carboxylic acid tert-butyl ester 

635723- 02-3P, 4- (l-Benzyl-6-benzyloxymethyl-7-oxo-6, 7-dihydro- 1H- 



635722-78-0 CAPLUS 

1-Piperazinecarboxylic acid, 4- { 1- (2-butynyl) -6, 7-dihydro-7-oxo-6- 
{ (phenylmethoxy) methyl) -lH-imidazo(4, 5-d)pyridazin-2-yl) -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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XT- 

-CH2-0-CH2 fj 
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CH2-CSC-Me 



RN 635722-82-6 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- (4 , S-dihydro-5-methyl-4-oxo-lH-imidazo[4, 5- 
d)pyridazin-2-yl)-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



RN 635723-79-4 CAPLUS 

CN Carbamic acid, {1- (4, 5-dihydro-5-methyl-4-oxo-lH-imidazo[4, 5-d] pyridazin-2- 
yl) -3-piperidinyl] -, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




REFERENCE COUNT: 



v-CX ff 

j V NH-C-OBu-t 



RN 635723-02-3 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4-[6,7-dihydro-7-oxo-6- 

[ (phenylmethoxy) methyl] -1- (phenyl methyl) -lH-imidazo[4, 5-d)pyridazin-2-yl) - 
, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



23 THERE ARE 23 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



Ph-CH 2 -0-CH2 



RN 635723-14-7 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- (4- (aminocarbonyl) -1- (2-butynyl) -6, 7- 
dihydro-6-methyl-7-oxo-lH-imidazo(4, 5-d)pyridazin-2-yl) -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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AB 



CAPLUS COPYRIGHT 2005 ACS on STN 
2005:245650 CAPLUS 
142:463689 

Synthesis of Purines and Other Fused Imidazoles from 
Acyclic Amidines and Guanidines 
Szczepankiewicz, Bruce G.i Rohde, Jeffrey J. ; 
Kurukulasuriya, Ravi 

Metabolic Disease Research, Global Pharmaceutical 
Research and Development Organization, Abbott 
Laboratories, Abbott Park, IL, 60064-6098, USA 
Organic Letters (2005), 7(9), 1833-1835 
CO DEN: ORLEF7 ; ISSN: 1523-7060 
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Journal 
English 

CAS REACT 142:463689 

Purines, xanthines, and other fused imidazoles can be prepared from amidines 
or guanidines, with retrosynthetic disconnection at the ring fusion. Ring 
closure proceeds using Cu(I), with no special ligands required. The 
method allows for easy modification of the heterocyclic nucleus and is 
tolerant of functionality pendant to the ring system. 
851608-63-4P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of purines and other fused imidazoles from acyclic amidines 

guanidines) 
851608-63-4 CAPLUS 

Carbamic acid, [l-[5-[ (4 -chlorophenyl) methyl] -4, 5-dihydro-4-oxo-lH- 
imidazo[4, 5-d]pyridazin-2-yl] -3-piperidinyl] -, 1, 1 -dime thyle thy 1 ester 
(9CI) (CA INDEX NAME) 
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RN 813462-55-4 CAPLUS 

CN 4H-Imidazo(4, 5-d] pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-(6-phenanthridinylmethyl)- (9CI) (CA INDEX NAME) 



CH2-CHC-CH3 




CH2-CSC- Me 



813462-56-5 CAPLUS 

4H-Imidazo(4, 5-d)pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-(9-phenanthrenylmethyl)- (9CI) (CA INDEX NAME) 



AB Title compds. I [Rl - alkyl substituted 3, 4-dihydroquinolinyl, 

3,4-dihydroisoquinolinyl, 1, 4-dihydroquinazolinyl, etc.; R2 • H, F, CI, 
etc.; R3 - (un) substituted alkyl, e.g., cycloalkyl, cycloalkenyl, aryl, 
etc.; R4 - (un) substituted azetidin-l-yl, pyrrolidin-l-yl; Y - N, C-R5; R5 
- H, alkyl] and their pharmaceutical ly acceptable salts and formulations 
were prepared For example, TFA mediated deprotection of Boc-amine II (X - 
Boc) afforded claimed imidazopyridazinone II (X - H) in 631 yield. In 
dipeptidyl peptidase IV (DPP-IV) inhibition assays, 8-examples of compds. 
I exhibited IC50 values ranging from 3-58 nM, e.g., the IC50 value of 
imidazopyridazinone II (X - H) was 14 nM. Compds. I are claimed to be 
useful for the treatment of type I and type II diabetes mellitus. 

IT 813462-54-3P 813462-55-4? 613462-56-5P 
813462-57-6P 813462-58-7F 813462-59-BP 
813462-60-1P 813462-61-2P 813462-62-3P 
813462-63-4P 813462-64-SP 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of imidazopyridazinones and related compds. as dipeptidyl 
peptidase IV (DPP-IV) inhibitors for the treatment of diabetes) 
RN 813462-54-3 CAPLUS 

CN 4H-Imidazo[4,5-d)pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
5-(dibenz[b,f] [l,4)oxazepin-ll-ylmetbyl) -3, 5-dihydro- (9CI) (CA INDEX 
NAME) 




<12/22/2005> 



jj CH2-CSO 
0 



RN 813462-57-6 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-( (3R) -3-araino-l-piperidinyl} -3- (2- 
butynyl) -3, 5-dihydro- 7 -methyl -5- (6-phenanthridinylmethyl) - (9 CI ) (CA 
INDEX NAME) 

Absolute stereochemistry. 




o 



RN 813462-58-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- 1 <3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -5- (dibenz(b,f ] [1, 4] oxazepin-ll-ylmethyl) -3, 5-dihydro-7-methyl- 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 813462-59-8 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-( (35) -3-amino-l-piperidinyl) -3- (2- 

butynyl)-S-(dibenz[b,f] (1, 4)oxazepin-ll-ylmethyl) -3, 5-dihydro- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




a 
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INDEX NAME) 

Absolute stereochemistry. 




RN 813462-61-2 CAPLUS 

CN 4H-Imidazo[4,5-d)pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,5-dihydro-5-(naphth[2,l-d]oxazol-2-ylraethyl)- (9CI) (CA INDEX 



Absolute stereochemistry. 





813462-60-1 CAPLUS 

4H-Imidazo[4, 5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-5-(dibenz(b,f) [1, 4) oxazepin-ll-ylmethyl) -3, 5-dihydro- (9CI) (CA 



RN 813462-62-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,5-dihydro-5-(naphth[l,2-d]oxazol-2-ylmethyl>- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 813462-63-4 CAPLUS 

CN 4 (1H) -Quinazolinone, 2- [ (2- [ (3R) -3-amino-l-piperidinyl] -3- (2-butynyl) -3, 4- 
dihydro-4-oxo-5H-imidazo [4, 5-d] pyridazin-5-yl} methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




O 



RN 813462-64-5 CAPLUS 

CN 4H-Iraidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-7-methyl-5- (6-phenanthridinylmethyl) -, 
trifluoroacetate (9CI) (CA INDEX NAME) 

CM 1 

CRN 813462-57-6 
CMF C29 H29 N7 0 

Absolute stereochemistry. 




CM 2 

CRN 76-05-1 

<12/22/2005> 
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CMF C2 H F3 02 



f 

F-C- C02H 
F 



IT 813462-65-6P 813462-66-7P 813462-67-8P 
813462-71-4F 813462-74-7P 813462-75-8P 
813462-76-9P 813462-77-0P 813462-87-2P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation)/ RACT 
(Reactant or reagent) 

(preparation of imidazopyridazi nones and related compds. as dipeptidyl 
peptidase IV (DPP-IV) inhibitors for the treatment of diabetes) 
RN 813462-65-6 CAPLUS 

CN Carbamic acid, [1- [1- (2-butynyl) -6- (dibenz[b, f] [1,4] oxazepin-ll-ylmethyl) - 
6,7-dihydro-7-oxo-lH-imidazo(4, 5-d] pyridazin-2-yl] -3-piperidinyl]-, 
l r l-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 813462-66-7 CAPLUS 

CN Carbamic acid, [ (3R) -1- [1- (2-butynyl) -6, 7-dihydro-4-methyl-7-oxo-6- (6- 

phenanthridinylmethyl) -lH-imidazo[4, 5-d] pyridazin-2-yl] -3-piperidinyl] -, 
1,1 -dime thylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 813462-67-8 CAPLUS 

CN Carbamic acid, [ (3R) -1- [1- (2-butynyl) -6- (dibenz [b, f] (1, 4] oxazepin-ll- 
ylmethyl) -6, 7-dihydro-4-methyl-7-oxo-lH-imidazo[4, 5-d] pyridazin-2-yl] -3- 
piperidinyl]-, 1, 1 -dime thylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

Habte 
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RN 813462-71-4 CAPLUS 

CN Carbaraic acid, [ (3R) -1 - £ 1- (2-butynyl) -6- (cyanoraethyl) -6, 7-dihydro-7-oxo-lH- 
imidazo(4, 5-d] pyridazin-2-yl] -3-piperidinyl] -, 1, 1-dimethylethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




CN Carbamic acid, { (3S) -1- [1- (2-butynyl) -6- (dibenz [b, f ] [ 1, 4 J oxazepin-11- 
ylmethyl) -6, 7-dihydro-7-oxo-lH-imidazo[4, 5-d]pyridazin-2-ylJ -3- 
piperidinyl}-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 8134 62-77-0 CAPLUS 

CN Carbaraic acid, 1 (3R) -1-[1- (2-butynyl) -6, 7-dihydro-6- (naphthfl, 2-d] oxazol-2- 
ylmethyl) -7-oxo-lH-imidazo[4, 5-d] pyridazin-2-yl] -3-piperidinyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 813462-87-2 CAPLUS 

CN Carbamic acid, ( (3R) -l-[ 1- (2-butynyl) -6- [ (1, 4-dihydro-4-oxo-2- 

quinazolinyl)methyll-6,7-dihydro-7-oxo-lH-imidazo[4, 5-d)pyridazin-2-yl] -3- 
piperidinyl}-, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 813462-75-8 CAPLUS 

CN Carbamic acid, ( (3R) -1- [1- (2-butynyl) -6- (dibenz{b, f) [1, 4] oxazepin-11- 
ylmethyl) -6, 7-dihydro-7-oxo-lH-imidazo(4, 5-d]pyridazin-2-yl] -3- 
piperidinyl]-, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




DOCUMENT NUMBER: 141:54352 

TITLE: Production and use of novel substituted 

imidazopyridinone3 and imidazopyridazones as 
medicaments 

INVENTOR(S): Hauel, Norbert; Himmelsbach, Frank) Langkopf, Elke; 

Eckhardt, Matthias; Maier, Roland; Mark, Michael; 

Tadayyon, Mohammad; Kauffmann -Hefner, Iris 
PATENT ASSIGNEE(S): Boehringer Ingelheim Pharma G.m.b.H. & Co. K.-G., 

Germany 

SOURCE: PCT Int. Appl., 123 pp. 

CO DEN: PIXXD2 
DOCUMENT TYPE: Patent 
LANGUAGE: German 
FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 
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II III 



AB The invention relates to substituted imidazo-pyridinones and 

imidazo-pyridazinones I (Rl - 5- to 7-membered cycloalkyleniraino 
(optionally substituted with Cl-3-allcyl) , 6- to 7-membered 
cycloallcylenimino (4-raethylene substituted, to 7-membered cycloalkylaraino, 
etc.; R2 - CH2Ph (F-, C1-, Br-, CN-substituted Ph) , (un) branched 
C3-8-alkenyl, C3-S-alkynyl, C3-7-cycloalkylraethyl, C5-7-cycloalkylmethyl, 
urylraethyl, thienyl methyl, pyrrolylmethyl, thiazolylmethyl, ; R3 - 
(un) branched Cl-6-alkyl, Cl-6-haloalkyl, Cl-6-cyanoalkyl, CHMePh, 
CH2CH(0H)Ph, CH2COPh (optionally substituted Ph) , 3-raethyl-2-oxo-2, 3- 
dihydrobenzoxazolyl) carbonylnethyl, thienyl ca rbony line thy 1 , mono- or 
bicyclic heteroaryl- (Cl-6-alkyl) ; R4 - H, Cl-3-alkyl; X - N, CR5; R5 - H, 
Me; etc.], the tautomers thereof, the stereoisomers thereof, the mixta, 
thereof and the salts thereof, which have valuable Pharmacol, properties, 
especially an inhibitory effect on the activity of the enzyme 
dipeptidylpeptidase-IV (DPP-IV). Thus, I-HC1 [Rl - 

3-aminopiperidino, R2 - 2-butynyl, R3 - (1-naphthyl) methyl, R4 - H, X - N] 
was prepared from 4 , 5-dichloro-3-hydroxy-2H-pyridazine (II; Yl - Y2 - CI, Y3 

- H) via N-alkylation with 1- (chloromethyl) naphthalene to give II [Yl - Y2 

- CI, Y3 - (1-naphthyl) methyl] , hydrolysis-nitration to II [Yl - OH, Y2 - 
N02, Y3 - (1-naphthyl) methyl] , amination to give II [Yl - NH2, Y2 - N02, 
Y3 - ( 1-naphthyl) me thyl ] , reduction to the 4,5-diamino derivative, 
cyclocondensation with thiocarbonyldiimidazole to give imidazopyridazone 
III [Zl - SH, Z2 - H, 23 - (1-naphthyl) me thyl), S-methylation to III [21 - 
SMe, Z2 - H, Z3 - ( 1-naphthyl) me thy 1] , N-alkylation with 
BrCH2C.tplbond.CMe to give III [Zl - SMe, Z2 - CH2C.tplbond.CMe, Z3 - 
(1-naphthyl) methyl) ; S-oxidation to give III [Zl - S02Me, Z2 - 
CH2C.tplbond.CMe, 23 - (1-naphthyl) methyl] , , amination with 

3- (Boc-amino)piperidine and deprotection. The inhibitory effect of I [Rl 

- 3-aminopiperidino, R2 - 2-butynyl, R3 - (1-naphthyl) methyl, R4 - H] on 
the activity of the enzyme dipeptidylpeptidase-IV (DPP-IV) was tested 
[IC50 - 13 nM] . Formulations containing I in the forms of dragees, tablets, 
ampuls, hard-gel capsules, suppositories and suspensions are presented. 

IT 705280-44-0P 705280-47-3P 705280-64-4P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
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(Reactant or reagent) 

(prepn. and N-deprotection of; prepn. and use of novel substituted 
imidazopyridi nones and imidazopyridazones as inhibitors of 
dipeptidylpeptidase IV) 

RN 705280-44-0 CAPLUS 

CN Carbamic acid, [1- [6, 7-dihydro-6- (1-naphthalenylmethyl) -7-oxo-l- 
(phenylmethyl)-lH-imidazo[4,5-d]pyridazin-2-yl]-3-piperidinyl)-, 
1,1-dimethylethyl eater (9CI) (CA INDEX NAME) 




RN 705280-47-3 CAPLUS 

CN Carbamic acid, [1- [ 1- (2-butynyl) -6, 7-dihydro-6- (1-naphthalenylmethyl) -7- 
oxo-lH-imidazo[4, 5-d] pyridazin-2-yl] -3-piperidinyl] -, 1, 1-dimethylethyl 
ester (9CI) (CA INDEX NAME) 




RN 705280-64-4 CAPLUS 

CN Carbamic acid, [ (3R) -1-(1- (2-butynyl) -6, 7-dihydro-6- [ (4 -methyl-2- 

quinazolinyl) methyl] -7-oxo-lH-iraidazo[ 4, 5-d]pyridazin-2-yl] -3-piperidinyl] - 
, 1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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705279-79-4P 70S279-B0-7P 70S279-83-OP 
705279-84-1P 705279-87-4P 705279-88-5P 
705279-89-6P 705279-90-9P 705279-92-1P 
705279-93-2P 705279-94-3P 705279-95-4P 
705279-96-5P 705279-97-6P 705279-98-7P 

705279- 99-8P 705280-01-9P 705280-03-1P 

705280- 04-2P 705280-05-3P 705280-06-4P 
705280-07-5P 705280-08-6P 705280-09-7P 
705280-10-OP 7052B0-11-1P 7052B0-12-2P 
705280-13-3P 7052B0-14-4P 705280-15-5P 
705280-16-6P 7052B0-17-7P 7052B0-1B-BP 
705280-19-9P 7052BO-20-2P 7052B0-21-3P 
70S280-22-4P 7052B0-23-5P 7052B0-24-6P 
705280-25-7P 7052BO-28-SP 7052BO-27-9P 
705280-28-OP 705280-29-1P 705260-30-4P 
705280-31-5P 705280-32-6P 705280-33-7P 
705280-34-8P 705280-35-9P 705280-66-6P 
705280-67-7P 705280-68-8P 705280-69-9P 
705280-70-2P 705280-71-3P 705280-72-4P 
7OS2B0-73-5P 705280-74-6P 705280-75-7P 
7052B0-76-8P 705280-77-9P 70S280-78-OP 
7052B0-79-1P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation)! USES 
(Uses) 

(preparation and use of novel substituted imidazopyridi nones and 
imidazopyridazones as inhibitors of dipeptidylpeptidase IV) 
705279-79-4 CAPLUS 

4H-Imidazo[4, 5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3, 5-dihydro-5- 
( 1-naphthalenylmethyl) -3- (phenylraethyl) -, monohydrochloride (9CI) (CA 
INDEX NAME) 



L4 ANSWER 8 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 



CH 2 



RN 705279-80-7 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3, 5-dihydro-5- (1-naphthalenylmethyl)-, monohydrochloride (9CI) (CA INDEX 
NAME) 




• HC1 



705279-83-0 CAPLUS 

4H-Imidazo[4, 5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-(l,2,4-triazolo[4,3-a)pyridin-3-ylmethyl)- (9CI) (CA INDEX 
NAME) 




<12/22/2005> 
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RN 705279-84-1 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-on«, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3, 5-dihydro-5-[(3-metbyl-l-isoquinolinyl) methyl]- (9CI) (CA INDEX NAME) 



*-* q wi2~CSC— Me 



RN 705279-87-4 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-(2-quinazolinylmethyl)- {9CI) (CA INDEX NAME) 



H2— C^C-Me 



RN 705279-88-5 CAPLUS 

CN 4H-Imidazo{4,5-d]pyridazin-4-one, 2-[ <3R) -3-amino-l-piperidinyl) -3- (2- 

butynyl)-3,5-dihydro-5-[ (4 -methyl-2-quinazolinyl) methyl] - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705279-89-6 CAPLUS 

CN 4H-Imidazo{ 4, 5-d] pyr idazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -5- (1,2- 
benzisothiazol-3-ylraethyl) -3- (2-butynyl) -3, 5-dihydro- (9CI) (CA INDEX 



L4 ANSWER 8 OK 11 CAPLUS COPYRIGHT 2005 ACS < 
NAME) 



Absolute stereochemistry. 



(Continued) 




RN 705279-90-9 CAPLUS 

CN 4H-Imidazo[4,5-d)pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl) -5- (1, 2- 
benzisoxazol-3-ylraethyl) -3- (2-butynyl) -3, 5-dihydro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 705279-92-1 CAPLUS 

CN 4H-Imidazo[4,5-d)pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-3,S-dihydro-S-((l-methyl-lH-indazol-3-yl)methylJ- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




705279-93-2 CAPLUS 

4H-Imidazo[4, 5-d)pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3 f 5-dihydro-5-(2-oxo-2-phenylethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 8 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




0 



RN 705279-94-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5- (6-quinoxalinylmethyl) - (9CI) (CA INDEX NAME) 




RN 705279-95-4 CAPLUS 

CN 4H-Imidazo(4, 5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-( (4-methyl-2-pyridinyl)methylJ- (9CI) (CA INDEX NAME) 



jj CH2-GSC- 
O 



RN 705279-96-5 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-( (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,5-dihydro-5-[(4-phenyl-2-quinazolinyl)methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




L4 ANSWER 8 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-3,5-dihydro-5-(2-quinoxalinylmethyl)- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 705279-98-7 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-5-[ (2, 3-dimethyl-6-quinoxalinyl) methyl] -3, 5-dihydro- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 705279-99-8 CAPLUS 

CN 1-Naphthalenecarbonitrile, 4- [ [2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 4-dihydro-4-oxo-5H-imidazo[4, 5-d]pyridazin-5-yl)methyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-01-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3, 5-dihydro-3- 
(3-methyl-2-butenyl)-5- ( 2- ox o- 2 -phenyl ethyl) - (9CI) (CA INDEX NAME) 



RN 705279-97-6 CAPLUS 

<12/22/2005> 
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(Continued) 




O 



RN 705280-03-1 CAPLUS 

CN 4H-Imidazo(4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-5-( (4-f luoro-l-naphthalenyl) methyl] -3, 5-dihydro-, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 



RN 705280-04-2 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl) -3- (2- 
butynyl) -3, 5-dihydro-S- [ (6-methyl-2-benzoxazolyl) methyl) -, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 



RN 705280-05-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-S- [ (l-phenyl-lH-benzimidazol-2-yl) methyl) 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 



RN 705280-06-4 CAPLUS 

CN 4H-Imidazo[4, 5-d)pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, S-dihydro-5- [ (4-methyl-2-benzoxazolyl) methyl] -, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 8 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




• HC1 



RN 705280-07-5 CAPLUS 

CN 4H-Imidazo[4 , 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- [ { 5- (trif luoromethyl) -2-benzothiazolyl] methyl] -, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 



RN 705280-08-6 CAPLUS 

CN 4H-Imidazo(4, 5-d) pyridazin-4-one, 2-( (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -S-( (5-chloro-2-benzoKazolyl) methyl] -3, 5-dihydro-, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



L4 ANSWER 8 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




• HC1 



RN 705280-09-7 CAPLUS 

CN 4H-Imidazo[4, 5-d) pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- [ (5-methyl-2-benzoKazolyl) methyl] -, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 



RN 705280-10-0 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-S- [ [ 1- (3-pyridinyl) -lH-benzimidazol-2-yl] methyl] 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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• HC1 

RN 705280-11-1 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-5-[ (5, 7-dimethyl-2-benzoxazolyl) methyl) -3, 5-dihydro-, 
monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 



RN 705280-12-2 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -5- [ (4-chloro-l-naphthalenyl) methyl) -3, 5-dihydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



L4 ANSWER 8 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




RN 705280-13-3 CAPLUS 

CN 4H-Imidazo[4, 5-d)pyridazin-4-one, 2-( (3R) -3-amino-l-piperidinyl] -5- [ (4- 

bromo-l-naphthalenyl) methyl] -3- (2-butynyl) -3, 5-dihydro-, monohydrochloride 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




• HC1 



RN 705280-14-4 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -5- (2, 1,3- 
benzoxadiazol-5-ylmethyl> -3- (2-butynyl) -3, 5-dihydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-15-5 CAPLUS 



L4 ANSWER 8 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -5- (2, 1, 3- 

benzothiadiazol-4-ylmethyl) -3- (2-butynyl) -3, 5-dihydro- (9CI) (CA INDEX 

NAME) 

Absolute stereochemistry. 




RN 705280-16-6 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -5- (2,1,3- 
benzothiadiazol-5-ylmethyl) -3- (2-butynyl) -3, 5-dihydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-17-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- [ (2- 
chlorophenyl) methyl] -3, 5-dihydro-5- [ (3-methyl-l-isoquinolinyl) methyl] - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 705280-18-8 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,5-dihydro-5-[ (2-methyl-l-naphthalenyl)methyl] - (9CI) (CA INDEX 



Absolute stereochemistry. 




RN 705280-19-9 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2-{ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-S- [ (5-methylimidazo[l, 2-a}pyridin-2-yl) methyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-20-2 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4 -one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl)-3,5-dihydro-5-(3-isoquinolinylmethyl)- (9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 




RN 705280-21-3 CAPLUS 

CN 2 (1H) -Qui noli none, 6-[[2-{ (3R) -3-amino-l-piperidinyl] -3- (2-butynyl) -3, 4- 
dihydro-4-oxo-5H-imidazo{4,5-d)pyrida2in-5-yl)methyl]-l-methyl- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




Me 



RN 705280-22-4 CAPLUS 

CN 4H-Imidazo[4, S-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- [ (2-methyl-2H-indazol-3-yl) methyl) - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 705280-23-5 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-7-methyl-5- [ (4-phenyl-2-quinazolinyl) methyl) - (9CI ) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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RN 705280-24-6 CAPLUS 

CN 4H-Imidazo[4, S-d)pyridazin-4-one, 2- ( (3R) -3-amino-l-piperidinyl) -3- (2- 
butynyl) -3, 5-dihydro-7-methyl-5- [ (4-methyl-2-quinazolinyl) methyl) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




Me Me 



RN 705280-25-7 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- ( (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,5-dihydro-7-methyl-5-( (3-methyl-l-isoquinolinyl) methyl) - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-26-8 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2-( (3R) -3-amino-l-piperidinyl) -3- (2- 
butynyl) -3, 5-dihydro-5-[ (l-methyl-lH-indazol-4-yl) methyl]- (9CI) (CA 
INDEX NAME) 



L4 ANSWER 8 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
Absolute stereochemistry. 



T 




RN 705280-27-9 CAPLUS 

CN 4H-Imidazo[4, 5-d)pyridazin-4-one, 2-[ <3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-S- ( (4-methyl-l-phthalazinyl) methyl]- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-28-0 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4 -one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -5- [2- (2, 3-dihydro-3-methyl-2-ojto-4-benzoxazolyl) -2-oxoethyl] -3, 5- 
dihydro- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



<12/22/2005> 
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RN 705280-29-1 CAPLUS 

CN 1 (2H) -Isoquinolinone, 4- [ [2- [ (3R) -3-amino-l-piperidinyl] -3- (2-butynyl) -3,4- 
dihydro-4-ouo-5H-imidazo[4,5-d]pyridazin-5-yl]methyl]-2-methyl- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 705280-30-4 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,5-dihydro-5-[ (8 -methoxy-S-quinolinyl) methyl] - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-31-5 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-{ (3R> -3-amino-l-piperidinyl] -3- (2- 
butynyl)-3,5-dihydro-5-(l,S-naphthyridin-2-ylmethyl)- (9CI) (CA INDEX 
NAME) 

Habte 
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Absolute stereochemistry. 




RN 705280-32-6 CAPLUS 

CN 4H-Imidazo{4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- [ (2,3, 8 -trimethyl-6-quinoxalinyl) methyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




Me 



RN 705280-33-7 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-( (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5-( (4- (4-morpholinyl) -2-quinazolinyl] methyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




0 



L4 ANSWER 8 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 705280-34-8 CAPLUS 

CN 4H-Imidazo[4,5-d)pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5- [ (2E) -3- (pentaf luorophenyl) -2-propenyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
Double bond geometry as shown. 




F 



RN 705280-35-9 CAPLUS 

CN 1-Naphthalenecarbonitrile, 4- ( (2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 4-dihydro-7-methyl-4-oxo-5H-imidazo[4, 5-d]pyridazin-5- 
yl] methyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 705280-66-6 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -5- [ (4- 
bromo-l-naphthalenyl)methyl]-3-(2-butynyl)-3,5-dihydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 70528 0-67-7 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyrida 2 in-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-(l-naphthalenylmethyl)- (9CI) (CA INDEX NAME) 



RN 705280-68-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5- (1, 2, 4-triazolo[4, 3-a)pyridin-3-ylmethyl) 
monohydrochloride (9CI) (CA INDEX NAME) 




70 



• HCl 

RN 705280-69-9 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-S-[(4-methyl-2-pyridinyl)methyl]-, di hydrochloride (9CI) (CA 
INDEX NAME) 



<12/22/2005> 
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\ 

|| CH 2 -C=C- Me 



RN 705280-70-2 CAPLUS 

CN 4H-Imidazo{4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5- (2-quinoxalinylmethyl) monohydrochloride (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



• HCl 

RN 705280-71-3 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-5-[ (4-fluoro-l-naphthalenyl) methyl] -3, 5-dihydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




705280-72-4 CAPLUS 

4H-Imidazo[4,5-d]pyridazin-4-one, 2-{ (3R) -3-amino-l-piperidinyl] -3- (2- 
butynyl) -3, 5-dihydro-5-((6-methyl-2-benzoxazolyl) methyl]- (9CI) (CA INDEX 
NAME) 
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Absolute stereochemistry. 




RN 705280-73-5 CAPLUS 

CN 4H-Imidazo(4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-3,5-dihydro-S-( ( 1 -phenyl- lH-benzimidazol-2-yl) methyl 1 - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




RN 705280-74-6 CAPLUS 

CN 4H-Imidazo{4, 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl) -3- (2- 

butynyl)-3,S-dihydro-5-[ (4-raethyl-2-benzoxazolyl)methyl) - (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-75-7 CAPLUS 

CN 4H-Imidazo[4, S-d)pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl) -3- (2- 
butynyl) -3, S-dihydro-5- ( {5- ( trif luoromethyl) -2-benzothiazolyl) methyl] - 
(9CI) (CA INDEX NAME) 
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Absolute stereochemistry. 




RN 705280-76-B CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 2-[ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-5-( (5- chloro-2-benzoxazolyl) methyl) -3. 5-di hydro- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-77-9 CAPLUS 

CN 4H-Imidazo{4,5-d)pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl) -3, 5-dihydro-5- ( (5-methyl-2-benzoxazolyl) methyl)- (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 705280-78-0 CAPLUS 

CN 4H-Iroidazo[4,S-d]pyridazin-4-one, 2-t (3R) -3-amino-l-piperidinyl) -3- (2- 
butynyl)-3,5-dihydro-5-( [1- (3-pyridinyl) -lH-benzimidazol-2-yl]raethyll - 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 705280-79-1 CAPLUS 

CN 4H-Imidazo[4. 5-d] pyridazin-4-one, 2- [ (3R) -3-amino-l-piperidinyl] -3- (2- 

butynyl)-5-[ (5, 7-dimethyl-2-benzoxazolyl) methyl] -3, 5-dihydro- (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 
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AB The title compds. I and II [wherein ring T - (un) substituted heterocyclyl; 
X - (un) substituted alkyl, alkenyl, alkynyl, aryl, heteroaryl, arylalkyl, 
or heteroarylalkyli 21 and Z2 - independently N or (un) substituted CH; Rl 
and R2 - independently H, (un) substituted alkyl, etc.] or salts or 
hydrates thereof are prepared as dipeptidyl peptidase (DPP) IV inhibitors in 
combination with biguanide. For example, the compound III*HC1 was 
prepared in a multi-step synthesis. III-HC1 showed inhibitory activity 
with IC50 of 0.472 nM against DPP IV in pig. I are useful for the 
treatment of diabetes, obesity, hyperlipidemia, gastrointestinal 
disturbance, etc. 

IT 635717-65-6P 635717-66-7P 635717-68-Sp 
635717-75-8P 635717-76-9P 635720-48-8P 

635720- 64-8P 635720-85-9P 63S720-66-0P 

635721- 30-1P «3s72X-56-iP 635721-60-7P 

635722- 02-0P 835722-43-9P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(drug candidate; preparation of piperazine derivs. as dipeptidyl 
peptidase 

IV inhibitors) 
RN 635717-65-6 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-methyl-2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 



,e/N>S [l ^CH^CESC-M. 



RN 635717-66-7 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-methyl-2- (1- 
piperazinyl)-, mono{trif luoroacetate) (9CI) (CA INDEX NAME) 



CBN 635717-65-6 
CHF C14 H18 N6 O 



X CH2-C=0-Me 



CRN 76-05-1 
CMF C2 H F3 02 



-c- O 



RN 635717-68-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- 

[ (phe nyl me thoxy) methyl) -2- (1-piperazinyl) -, mono (trif luoroacetate) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 635717-67-8 
CMF C21 H24 N6 02 
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Ph-CH2-0-CH2 



CH2-CSC-Me 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 76-05-1 
CHF C2 H F3 02 



RN 635717-75-8 CAPLUS 

CN 4H-ImidazoI4, 5-d] pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3, S-dihydro-5 -methyl- (9CI) (CA INDEX NAME) 



|j CH2— CSC-Me 



635720-48-8 CAPLUS 

4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 
piperazinyl)-5-(2-propynyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-47-7 
CMF C16 H18 N6 0 



CH2-C=C-Me 



RN 635717-76-9 CAPLUS 

CN 4H-Imidazo[4, 5-d}pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-methyl-, mono(trif luoroacetate) (9CI) (CA INDEX NAME) 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 635717-75-8 
CMF CI 5 H20 N6 O 



T 



C02H 



J N cH2~C=0-M. 
O 

<12/22/2005> 



RN 635720-64-8 CAPLUS 

CN 4H-Imidazo(4, 5-d) pyrldazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- [2- (3- 
methoxyphenyl) -2-oxoethyl] -2- (1-piperazinyl) -, mono(trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-63-7 
CHF C22 H24 N6 03 
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CH2-CSC-1. 



(Continued) 
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O CH2-CSC-Me 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



-c-c 



635720-65-9 CAPLUS 

Benzonitrile, 2-[ (3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) - 
imidazo [4, S-d)pyridazin-5-yl] methyl)- (9C1) (CA INDEX NAME) 



O p 2 -C^C-Me 



635720-66-0 CAPLUS 

Benzonitrile, 2-( (3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[4, 5-d] pyridazin-5-yl] methyl] -. mono(trif luoroacetate) (9C1) (CA 
INDEX NAME) 

CM 1 

CRN 635720-65-9 
CMF C21 H21 N7 0 



RN 635721-30-1 CAPLUS 

CN Benzonitrile, 2-[ (3- (2-butynyl) -3, 4 -dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo ( 4, 5-d}pyridazin-5-yl] methyl) -3-f luoro-, mono(trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-29-8 
CMF C21 H20 F N7 0 



O CH2-C=3c-Me 



CRN 76-05-1 
CMF C2 H F3 02 
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635721-56-1 CAPLUS 

4H-Imidazo[4, 5-d] pyridazin-4-one, 3, 5-dihydro-5-methyl-3- (phenylmethyl) -2- 
(1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



VO' 



CRN 635721-55-0 
CMF CI 7 H20 N6 O 



CRN 76-05-1 
CMF C2 H F3 02 



Me H CH 2 -Ph 



CRN 76-05-1 
CMF C2 H F3 02 



-c-o 



RN 635722-02-0 CAPLUS 

CN lH-Imidazo[4,5-d]pyridazine-4-carboxaniide, 1- (2-butynyl) -6, 7-dihydro-6- 
methyl-7-oxo-2- (1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635722-01-9 
CMF C15 H19 N7 02 



635721-60-7 CAPLUS 

4H-Iraidazo[4, 5-d) pyridazin-4 -one, 3, 5-dihydro-5- (2-phenylethyl) -3- 
( phenylmethyl) -2- (1-piperazinyl) -, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635721-59-4 
CMF C24 H26 N6 O 




CH2— CSC- Me 



CRN 76-05-1 
CMF C2 H F3 02 
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r 

-C-C02H 



RN 635722-43-9 CAPLUS 

CN 4H-Imidazo[4, S-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-S-methyl-2- (1- 
piperazinyl)-, mono (4-methylbenzenesulfonate) (9CI) (CA INDEX NAME) 
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f 



CH 2 -CSC— Me 



CRN 635717-65-6 
CMF C14 H18 N6 O 



RN 635722-77-9 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4-(4, 5-dihydro-4-oxo-5- 

[ (phenylaethoxy) methyl) -lH-imidazo[4 , 5-d]pyridazin-2-yl) - 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



CH2-C=C-Me 



Ph-CH 2 -0-CH2 



CRN 104-15-4 
CMF C7 H8 03 I 



635722-47-3P 635722-77-9P 635722-79-0? 

635722- 82-6P 63S723-02-3P 635723-14-7P 

635723- 79-4P 

RL: RCT (Reactant) j SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate! preparation of piperazine derivs. as dipeptidyl peptidase 

inhibitors) 
635722-47-3 CAPLUS 

1-Piperazinecarboxylic acid, 4- [1- (2-butynyl) -6, 7-dihydro-6-methyl-7-oxo- 
lH-imidazo[4,5-d]pyridazin-2-yl)-, 1, 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 



RN 635722-78-0 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [ 1- (2-butynyl) -6, 7-dihydro-7-oxo-6- 
[ (phenylraethoxy)methyl)-lH-imidazo[4, 5-d)pyridazin-2-yl] -, 
1, 1-dimethylethyl eater (9CI) (CA INDEX NAME) 



Ph— CH2-O-CH2 




C-OBu-t 



CH2-CESC— Me 



RN 635722-82-6 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- (4, S-dihydro-5-methyl-4-oxo-lH-imidazo(4, 5- 
d]pyridazin-2-yl) -, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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I ! ^NH-C-OBu-t 

„*L J NH 



0 



635723-02-3 CAPLUS 

1-Piperazinecarboxylic acid, 4- [6, 7-dihydro-7-oxo-6- 

{ (phenylmethoxy) methyl] -1- (phenylmethyl) -lH-imidazo[4, 5-d] pyridazin-2-yl] - 
, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



Ph-CH 2 -0-CH2 




635723-14-7 CAPLUS 

1-Piperazinecarboxylic acid, 4-[4- (aminocarbonyl) -1- (2-butynyl) -6, 7- 
dihydro-6-methyl-7-oxo-lH-imidazo(4, 5-d] pyridazin-2-yl] 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




635723-79-4 CAPLUS 

Carbamic acid, [l-(4, S-dihydro-5-methyl-4-oxo-lH-imidazo[4, 5-d)pyridazin-2- 
yl)-3-piperidinyl]-, 1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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AB The title compds. I [vherein Tl is an optionally substituted, monocyclic 

or bi cyclic, 4- to 12-raembered, heterocyclic group containing one or two 

nitrogen atoms in the ring; X is optionally substituted Cl-6 alkyl, etc.; 

Zl and Z2 each independently is nitrogen, CR2; and Rl and R2 each 

independently is hydrogen, optionally substituted Cl-6 alkyl, optionally 

substituted Cl-6 alkoxy, etc.] are prepared Compds. of this invention in 

vitro shoved IC50 values of 0.001 pM to 1.48 pM against 

dipeptidylpeptidase IV. 
IT 635717-65-6P 635717-66-7P 635717-68-9P 

635717-76-9* 635717-79-2P 635720-48-8P 

635720-50-2P 635720-52-4P 635720-S4-6P 

63S720-56-8P 635720-58-0P 635720-60-4P 

635720-62-6P 635720-64-fiP 63S72O-66-0P 

63S720-68-2P 635720-70-6P 635720-72-6P 

63572O-74-0P 635720-76-2P 635720-78-4P 

635720-80-8P 63S720-82-0P 635720-84-2P 

63S720-86-4P 635720-88-6P 63572O-90-0P 

63S720-92-2P 635720-94-4P 635720-96-6P 

635720- 98-8P 635721-00-5P 635721-02-7P 

635721- 04-9P 635721-06-1P 635721-08-3P 
635721-10-7P 635721-12-9P 635721-14-1P 
635721-16-3P 635721-18-5P 635721-21-OP 
635721-24-3P 635721-27-6P 635721-30-1P 
635721-32-3P 635721-34-5P 635721-36-7P 
635721-38-9P 635721-41-4P 635721-44-7P 
635721-46-9P 635721-48- lt> 635721-50-5P 
635721-52-7P 635721-56-1P 635721-58-3P 
635721-60-7P 63572I-62-9P 635721-64-1P 
635721-66-3P 635721-68-5P 635721-70-9P 
635721-72-1P 635721-74-3P 635721-76-5P 
635721-78-7P 635721-80-1P 635721-82-3P 
635721-84-5P 635721-86-7P 635721-B8-9P 

635721- 90-3P 635722-0O-8P 635722-02-0P 

635722- 04-2P 635722-38-2P 635722-40-6P 
63S722-43-9P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of purinone derivs. as dipeptidylpeptidase IV inhibitors) 
RN 635717-65-6 CAPLUS 

CN 4H-Imidazo[4,5-d)pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5 -methyl -2- (1- 
piperazinyl)- (9CI) (CA INDEX NAME) 



vCr 



CH2-CSC-Me 



RN 635717-66-7 CAPLUS 
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CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-methyl-2- (1- 
piperazinyl)-, mono(trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635717-65-6 
CMF C14 Hlfl N6 O 
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r 

F-C- C02H 
F 




O 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C- C02H 
F 



RN 635717-68-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- 

[ (phenylmethoxy) methyl) -2- (1 -pipe razinyl) -, mono (trif luoroacetate) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 635717-67-8 
CMF C21 H24 N6 02 



Ph-CH 2 -0~CH2 J X CH2-C=C-Me 
0 



RN 635717-76-9 CAPLUS 

CN 4H-Imidazo{4, 5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3, 5-dihydro-5-methyl-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635717-75-8 
CMF C15 H20 N6 0 




0 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C— C02H 
F 



RN 635717-79-2 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3, 5-dihydro-5- 
methyl-3- (3-methyl-2-butenyl) -, mono(trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635717-78-1 
CMF CI 6 H24 N6 O 



CRN 76-05-1 
CMF C2 H F3 02 



<12/22/2005> Habte 
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CH2— CH=CM«2 



RN 635720-50-2 CAPLUS 

CN 5H-Imidazo[4, S-d]pyridazine-5-acetonitrila, 3- (2-butynyl) -3, 4-dihydro-4- 
oxo-2-(l-piperazinyl) -, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 635720-49-9 
CMF C15 H17 N7 O 



F 

-C-C02H 



RN 635720-48-8 CAPLUS 

CN 4H-Imidazo(4,5-d}pyridazin-4-. 

piperazinyl) -5- (2-propynyl) 

NAME) 

CM 1 

CRN 635720-47-7 
CMF C16 H18 N6 0 



3- (2-butynyl) -3, 5-dihydro-2- (1- 
o(trifluoroacetate) (9CI) (CA INDEX 



CH2-CSC-He 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



635720-52-4 CAPLUS 

4H-Imidazo(4,5-d)pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- <2- 

hydroxyethyl) -2- (1 -piperazinyl) -, mono (tri f luoroacetate) (salt) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-51-3 
CMF C15 H20 N6 02 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 



CH2- CSC- Me 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN 



(Continued) 



635720-56-8 CAPLUS 

5H-Imidazo(4, 5-d] pyridazine-5-acetic acid, 3- (2-butynyl) -3, 4-dihydro-4-oxo- 
2- (1-piperazinyl)-, ethyl ester, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 



CRN 635720-55-7 
CMF C17 H22 N6 03 



CRN 76-05-1 
CMF C2 H F3 02 



.cop" 



EtO-C-CH 2 ]f N ai2 _ ( sC-H 8 



RN 635720-54-6 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- (2- 

methoxyethyl) -2- (1-piperazinyl) -, mono(trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-53-5 
CMF C16 H22 N6 02 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



Me0-CH2-CH2 



CH2-CSO-H9 



RN 635720-58-0 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- (2- 

phenylethyl) -2- (1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-57-9 
CMF C21 H24 N6 0 



CRN 76-05-1 
CMF C2 H F3 02 



r 

F— C-C02H 
F 

<12/22/2005> 



VO" 



CHrCSO-He 



CM 2 

Habte 
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CRN 76-05-1 
CMF C2 H F3 02 



(Continued) 



RN 635720-60-4 CAPLUS 

CN 4H-Inudazo[4,5-d)pyridazin-4-ono, 3- (2-butynyl) -3, 5-dihydro-5- (2- 

phenoxyethyl)-2-(l-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-59-1 
CMF C21 H24 N6 02 



ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN 
CMF C21 H22 N6 02 



Ph-C-CH2 J X CH2-(SC-H» 
0 



CRN 76-05-1 
CMF C2 H F3 02 



PhO-CH2-CH2 




CH2-C 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



RN 635720-64-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-[2- (3- 
methoxyphenyl) -2-oxoethyl] -2- (1-piperazinyl) -, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-63-7 
CMF C22 H24 N6 03 



CH 2 -C£=C-M€ 



635720-62-6 CAPLUS 

4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- (2-oxo-2- 
phenylethyl) -2- (1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635720-61-5 



CRN 76-05-1 
CMF C2 H F3 02 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
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r 

-C-C02H 



635720-66-0 CAPLUS 

Benzonitrile, 2-[ (3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazot 4, 5-d) pyridazin-5-yl] methyl]-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 



CRN 
CMF 



635720-65-9 
C21 H21 N7 O 



0 CH2-C^3C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 
CMF 



76-05-1 
C2 H F3 02 



-c-c 



RN 635720-70-6 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 
piperazinyl) -5-( {3- (trifluoromethyl) phenyl] methyl)-, 
mono(trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-69-3 
CMF C21 H21 F3 N6 O 



-c-c 



635720-68-2 CAPLUS 

4H-Imidazo(4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 
piperazinyl) -5- [ {2- (trif luoromethyl) phenyl) methyl) -, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



CRN 635720-67-1 
CMF C21 H21 F3 N6 O 



n CH 2 -CSC-Mt 



CRN 76-05-1 
CMF C2 H F3 02 



<12/22/2005> 



RN 635720-72-8 CAPLUS 



Habte 
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CN 4H-Imidazo(4,5-d)pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-( (2- 

nitrophenyl) methyl] -2- (1-piperazinyl)-, mono(trif luoroacetate) (SCI) (CA 

INDEX NAME) 

CM 1 



CRN 635720-71-7 
CM? C20 H21 N7 03 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F— C-C02H 
F 



RN 635720-74-0 CAPLUS 

CN Benzonitrile, 3-[ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo{4,5-d]pyridazin-5-yl) methyl]-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-73-9 
CMF C21 H21 N7 O 




CM 2 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C-C02H 
F 



RN 635720-76-2 CAPLUS 

CN Benzonitrile, 4- [ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
iraidazo[4,5-dJpyridazin-5-yl] methyl]-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-75-1 
CMF C21 H21 N7 O 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C-C02H 
F 



RN 635720-78-4 CAPLUS 

CN Benzoic acid, 3- [ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo [ 4, 5-d) pyridazin-5-yl] methyl]-, methyl ester, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-77-3 
CMF C22 H24 N6 03 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F— C-C02H 



RN 635720-80-8 CAPLUS 

CN Benzoic acid, 4- [ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[4, 5-d) pyridazin-S-yl] methyl)-, methyl ester, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-79-5 
CMF C22 H24 N6 03 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F— C- C02H 



<12/22/2005> 
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RN 635720-82-0 CAPLUS 

CN 2-Furancarboxylic acid, 5- [ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1- 
piperazinyl) -5H-imidazo[4, 5-d]pyridazin-5-yl] methyl] -, ethyl ester, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635720-81-9 
CMF C21 H24 N6 04 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



f 

F— C-C02H 
F 



RN 635720-84-2 CAPLUS 

CN 4H-Imidazo(4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-[2- (2- 

nitrophenyl) -2-oxoethyl] -2- (1-piperazinyl)-, mono (trif luoroacetate) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 635720-83-1 
CMF C21 H21 N7 04 




CM 2 

CRN 76-05-1 

Habte 
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CMF C2 H F3 02 



r 

-c-c 



10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN 



P2-CE3C-Me 



RN 635720-86-4 CAPLUS 

CN Benzonitrile, 4-[ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo{4,5-d)pyridazin-5-yl] acetyl]-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 636720-85-3 
CMF C22 H21 N7 02 



f 

-c-c 



76-05-1 
C2 H F3 02 



0 u^-^L-ne 



RN 635720-90-0 CAPLUS 

CN 4H-Iraidazo[4, 5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- [2- (2- 
methoxyphenyl) -2-oxoethyl] -2- (1-piperazinyl) -, mono (trif luoroacetate) 
(SCI) (CA INDEX NAME) 

CM 1 

CRN 635720-89-7 
CMF C22 H24 N6 03 



CRN 
CMF 



76-05-1 
C2 H F3 02 



-c— O 



O CH2-CS3C-Me 



635720-88-6 CAPLUS 

4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- (2- (4- 
methoxyphenyl) -2-oxoethyl] -2- (1-piperazinyl) -, mono(trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 635720-37-5 
CMF C22 H24 N6 03 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 



r 

-C- C02H 



RN 635720-92-2 CAPLUS 

CN Benzoic acid, 4- [2- [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -SH- 
imidazo{4,5-d)pyridazin-5-yl] ethyl] -, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-91-1 
CMF C22 H24 N6 03 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 



CH2-C=5C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



c 0 CH 2 -C=3C-Me 

^l^jL CH 2 - CH 2 — N^ Jj^ 1 ^ — C^J* 



76-05-1 
C2 H F3 02 



-c-c 



RN 635720-96-6 CAPLUS 

CN 4H-Imidazo[4,5-d)pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 

piperazinyl)-S-(3-pyridinylmethyl) -, bis (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-95-5 
CMF C19 H21 N7 O 



-c-c 



635720-94-4 CAPLUS 

4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, S-dihydro-2- (1- 
piperazinyl) -5- (2-pyridinylmethyl) -, bis (trif luoroacetate) (9CI) 
INDEX NAME) 

CM 1 



CRN 
CMF 



635720-93-3 
C19 H21 N7 0 



CN2^~"^^^^^^~ 



CRN 76-05-1 
CMF C2 H F3 02 



CH 2 — CSSC— Me 



r 

-C-C0 2 H 



<12/22/2005> 



Habte 
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RN 635720-98-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-2- (1- 

piperazinyl)-5-(4-pyridinylmethyl)-, bis (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635720-97-7 
CMF C19 H21 N7 O 




0 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 
I 

F— C- C02H 
F 



RN 635721-00-5 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-[2-oxo-2- (2- 
pyridinyl)ethyl]-2-(l-piperazinyl)-, bis {trif luoroacetate) (9CI) {CA 
INDEX NAME) 

CM 1 

CRN 635720-99-9 
CMF C20 H21 N7 02 




L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F-C-C02H 
F 



RN 635721-02-7 CAPLUS 

CN 4H-Imidazo(4, 5-d]pyridazin-4-one, 3- (2-butynyl) -3, S-dihydro-5- [2-oxo-2- (3- 
pyridinyl)ethyl]-2-(l-piperazinyl)-, bis (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-01-6 
CMF C20 H21 N7 02 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F-C-C02H 
F 



RN 635721-04-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- (2-oxo-2- (4 
pyridinyl)ethyl]-2-(l-piperazinyl)-, bis (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 

CRN 635721-03-8 
CMF C20 H21 N7 02 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C-C02H 



RN 635721-06-1 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- [ (2-methoxy- 
3-pyridinyl) methyl] -2- (1-piperazinyl)-, mono (trif luoroacetate) <9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-05-0 
CMF C20 H23 N7 02 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 

f 

F-C-C02H 
F 



RN 635721-08-3 CAPLUS 

CN 3-Pyridinecarboxylic acid, 6- [ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1- 
piperazinyl) -5H-imidazo(4, 5-d)pyridazin-5-yl) methyl] -, methyl ester, 
bis (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-07-2 
CMF C21 H23 N7 03 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C-C02H 
F 



RN 635721-10-7 CAPLUS 

CN 4H-Iraidazo[4,5-d)pyridazin-4-one, 5- ( (6-amino-3-pyridinyl) methyl) -3- (2- 

butynyl) -3, S-dihydro-2- (1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-09-4 
CMF C19 H22 N8 O 



<12/22/2005> 



Habte 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

F-C-C02H 
F 



RN 635721-12-9 CAPLUS 

CN Benzamide, 4- ([3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[4, 5-d] pyridazin-5-yl] methyl] -3-cyano-5-ethoxy-N-methyl-, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-11-8 
CMF C25 H28 N9 03 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



f 

F-C-C02H 
F 



RN 635721-14-1 CAPLUS 

CN Benzamide, 4- [ [3- (2-butynyl) -3, 4 -dihydro-4-oxo-2- (1-piperazinyl) -5H- 
iraidazot 4, 5-d)pyridazin-5-yl) methyl} -3, 5-dicyano-N-methyl-, 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-13-0 
CMF C24 H23 N9 02 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C-C02H 
F 



RN 635721-16-3 CAPLUS 

CN Benzamide, 4- [ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[4, 5-d] pyridazin-5-yl] methyl] -3-cyano-5-f luoro-N-methyl-, 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-15-2 
CMF C23 H23 F N8 02 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C-C02H 
F 



RN 635721-18-5 CAPLUS 

CN Benzamide, 4- [(3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo [4, 5-d] pyridazin-5-yl] methyl] -5-cyano-2-ethoxy-N-methyl-, 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-17-4 
CMF C25 H28 N8 03 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 635721-21-0 CAPLUS 

CN Benzonitrile, 5-{ (3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo [4, 5-d] pyridazin-5-yl] methyl] -2-fluoro-, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-20-9 
CMF C21 H20 F N7 O 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

r 

F— C— C02H 
F 



CH2 — CE52 C~~ Me 



635721-24-3 CAPLUS 

Benzonitrile, 2-[ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[4, 5-d] pyridazin-5-yl] methyl] -5-f luoro-, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-23-2 
CMF C21 H20 F N7 O 



CRN 76-05-1 
CMF C2 H F3 02 



F 

F-C-C02H 
F 

<12/22/2005> 



CM 2 

CRN 76-05-1 

Habte 



CH2— CSC-M* 

iljtCl 
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CMF C2 H 73 02 



-C— C02H 
F 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN 



CH2— CSC-Me 



635721-27-6 CAPLUS 

Benzonitrile, 4-[ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[4, 5-d]pyridazin-S-yl] methyl] -3-f luoro-, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-26-5 
CMF C21 H20 FN? 0 



CRN 76-05-1 
CMF C2 H F3 02 



CH2-C^C-Me 



RN 635721-32-3 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5- (1- 

isoquinolinylmethyl) -2- (1-piperazinyl) -, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 



CRN 635721-31-2 
CMF C23 H23 N7 0 



CRN 
CMF 



76-05-1 
C2 H F3 02 



-c-c 



RN 635721-30-1 CAPLUS 

CN Benzonitrile, 2-[ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo(4, 5-d] pyridazin-5-yl] methyl] -3-f luoro-, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 



CM 



CRN 
CMF 



635721-29-8 
C21 H20 F N7 0 



CO 



&5© 



CRN 76-05-1 
CMF C2 H F3 02 
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f 

-C-C02H 



RN 635721-34-5 CAPLUS 

CN 4H-Imidazo{4,5-d]pyridazin-4-one, 3- (2-butynyl) -5- { (2-fluoro-3- 

pyridinyl) methyl] -3, 5-dihydro-2- (1-piperazinyl) -, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 



CM 



1 



CRN 635721-33-4 
CMF C19 H20 F N7 0 



O p2~ CSC-Me 



CRN 76-05-1 
CMF C2 H F3 02 



H2— CSC— Me 



76-05-1 
C2 H F3 02 



-C- C02H 
F 



KN 635721-38-9 CAPLUS 

CN 4H-Imidazo(4, 5-d]pyridazin-4-one, 3- (2-butynyl) -5- [ (6-f luoro-2- 

pyridinyl)methyl] -3, 5-dihydro-2- (1-piperazinyl) -, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-37-8 
CMF C19 H20 F N7 0 



-c-c 



635721-36-7 CAPLUS 

4H-ImidazoI4,5-d]pyridazin-4-one, 3- (2-butynyl) -5- [ (2-fluoro-4- 
pyridinyl) methyl] -3, 5-dihydro-2- (1-piperazinyl) -, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-35-6 
CMF C19 H20 F N7 0 



[ 0 CH2- = C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 
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CN Benzamide, 2- [[3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 

imidazo[ 4, 5-d]pyridazin-5-yl) methyl}-, mono (trif luoroacetate) (9CI) (CA 

INDEX NAME) 

CM 1 

CRN 635721-40-3 
CMF C21 H23 N7 02 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C-C02H 
F 



RN 635721-44-7 CAPLUS 

CN Benzamide, 3- [ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 

imidazo[4,5-d]pyridazin-S-yl] methyl]-, mono(trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-43-6 
CMF C21 H23 N7 02 




L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

• F-C-C02H 
F 



RN 635721-46-9 CAPLUS 

CN Benzamide, 4 - [ (3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 

inidazo(4, 5-d]pyridazin-5-yl] methyl] -, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-45-fl 
CMF C21 H23 N7 02 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



f 

F— C— C02H 
F 



RN 635721-49-1 CAPLUS 

CN Benzoic acid, 3- ( (3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[4,6-d]pyridazin-5-yl] methyl]-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CRN 635721-47-0 
CMF C21 H22 N6 03 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 
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f 

F— C— C02H 
F 



RN 635721-52-7 CAPLUS 

CN 2-Furancarboxylic acid, 5- [ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1- 
piperazinyl) -5H-imidazo [4, 5 -d]pyridazin-5-yl] methyl] -, 
mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-51-6 
CMF C19 H20 N6 04 



F 
I 

F— C- C02H 
F 



RN 635721-50-5 CAPLUS 

CN Benzoic acid, 4- [ [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[4,5-d]pyridazin-5-yl] methyl]-, mono(trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-49-2 
CMF C21 H22 N6 03 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C-C02H 
F 



RN 635721-56-1 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 3, 5-dihydro-5-methyl-3- (phenylmethyl) -2- 
(1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-55-0 
CMF CI 7 H20 N6 O 
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(Continued) 



vCr 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



635721-60-7 CAPLUS 

4H-Imidazo[4, 5-d}pyridazin-4-one, 3, 5-dihydro-5- (2-phenylethyl) -3- 
(phenylmethyl) -2- (1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635721-59-4 
CMF C24 H26 N6 O 



-c-c 



RN 635721-58-3 CAPLUS 

CN 4H-Imidazo(4,5-d]pyridazin-4-one, 3, 5-dihydro-5- (2-oxo-2-phenylethyl) -3- 

(phenylmethyl) -2- (1-piperazinyl) mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635721-57-2 
CMF C24 H24 N6 02 



\ 

Ph-CH2— CH2 [T X 



CRN 76-05-1 
CMF C2 H F3 02 



CH2-Ph 



CH 2 -Ph 



-c-c 



RN 635721-62-9 CAPLUS 

CN 4H-Imidazo[4, 5-d)pyridazin-4-one, 3, 5-dihydro-5- (2-phenoxyethyl) -3- 

(phenylmethyl) -2- (1-piperazinyl) -, mono (trif luoroacetate) (9CI) (CA INDEX 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 635721-61-8 
CMF C24 H26 N6 02 
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PhO-CH 2 -CH2 |[ X CH 2 -Ph 



(Continued) 



RN 635721-66-3 CAPLUS 

CN 5H-Imidazo[4 / 5-d]pyridazine-5-acetonitrile, 3, 4-dihydro-4-oxo-3- 

(phenylmethyl) -2- (1-piperazinyl) -, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635721-65-2 
CMF C18 H19 N7 O 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



RN 635721-64-1 CAPLUS 

CN 4H-Imidazo[4 , 5-d]pyridazin-4-one, 3, 5-dihydro-3- (phenyl methyl) -2- (1- 
piperazinyl) -5- (2-propynyl) -, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 635721-63-0 
CMF C19 H20 N6 O 



■ T 



RN 635721-68-5 CAPLUS 

CN 4H-Imidazo[4,5-d}pyridazin-4-one, 3, 5-dihydro-5- (2-hydroxyethyl) -3- 

(phenylmethyl) -2- (1-piperazinyl) -, mono (trif luoroacetate) (salt) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 635721-67-4 
CMF CI 8 H22 N6 02 



CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C-C02H 
F 

<12/22/2005; 



xpc 

T 



CH 2 -Ph 



CM 2 
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CRN 76-05-1 
CMF C2 H F3 02 
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CMF C20 H24 N6 03 



EtO-C-CH 2 |[ N CH 2 -Ph 



RN 635721-70-9 CAPLUS 

CN 4H-Imidazo[4, 5-d] pyridazin-4-one, 3, 5-dihydro-S- (2-methoxyethyl) -3- 

(phenylraethyl) -2- (1-piperazinyl)-, mono(trifluoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635721-69-6 
CMF C19 H24 N6 02 



MeO— CH2 — CH2 




CH2-Ph 



CRN 76-05-1 
CMF C2 H F3 02 



-c— o 



CRN 76-05-1 
CMF C2 H F3 02 



f 

-C-C02H 



RN 635721-74-3 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 3, 5-dihydro-5- [2- (3-raethoxyphenyl) -2- 
oxoethyl] -3- (phenylmethyl) -2- (1-piperazinyl) -, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-73-2 
CMF C25 H26 N6 03 



f i ,>T 



RN 635721-72-1 CAPLUS 

CN 5H-Imidazo[4,5-d]pyridazine-5-acetic acid, 3, 4-dihydro-4-oxo-3- 

< phenylmethyl) -2- (1-piperazinyl) -, ethyl ester, mono (trif luoroacetate) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-71-0 



CRN 76-05-1 
CMF C2 H F3 02 
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f 

-C— C02H 



RN 635721-76-5 CAPLUS 

CN Benzonitrile, 2- [ [3, 4-dihydro-4-oxo-3- (phenylmethyl) -2- (1-piperazinyl) -5H- 
imidazo (4, 5-d] pyridazin-5-yl] methyl]-, mono (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-75-4 
CMF C24 H23 N7 O 




CH 2 -C=SCH 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



RN 635721-80-1 CAPLUS 

CN 4H-Imidazo(4,5-d]pyridazin-4-one, 3- (2-butanyl) -3, 5-dihydro-5-methyl-2- (1- 
piperazinyl) -, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



CRN 76-05-1 
CMF C2 H F3 02 



CRN 635721-79-8 
CMF C14 H20 N6 0 



-c— o 



RN 635721-78-7 CAPLUS 

CN 4H-Imidazo[4 / 5-d]pyridazin-4-one, 3,5-dihydro-5-mathyl-2- (1-piperazinyl) -3- 
(2-propynyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



CH2~CH=CH-Me 



CRN 635721-77-6 
CMF C13 H16 N6 O 



CRN 76-05-1 
CMF C2 H F3 02 
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635721-82-3 CAPLUS 

4H-Imidazo[4, 5-d] pyridazin-4-one, 3, 5-di hydro- S-me thy 1-3- (2-pentenyl) -2- (1- 
piperazinyl)-, mono(trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-81-2 
CMF CI 5 H22 N6 0 



CH2-CH=CH-Et 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



635721-84-5 CAPLUS 

4H-Imidazo[4 , 5-d] pyridazin-4-one, 3, 5-di hydro- 5-me thy 1-3- (3-raethyl-2- 
butenyl) -2- (1-piperazinyl)-, raono(trif luoroacetate) (9CI) (CA INDEX NAME) 



CRN 635721-83-4 
CMF CI 5 H22 N6 0 




vo 



CH2-CK=Ctte 2 
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CM 2 



CRN 76-05-1 
CMF C2 H F3 02 



635721-86-7 CAPLUS 

4H-Imidazo[4, 5-d}pyridazin-4-one, 3- ( eye 1 op ropyl methyl) -3, 5-di hydro- 5- 
methyl-2- (1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 



CRN 635721-85-6 
CMF C14 H20 N6 O 



CRN 76-05-1 
CMF C2 H F3 02 



-C-C02H 



RN 635721-88-9 CAPLUS 

CN 4H-Imidazo[4, 5-d) pyridazin-4-one, 5- {2- (2-aminophenyl) -2-oxoethyl) -3- (2- 
butynyl) -3, 5-dihydro-2- (1-piperazinyl) -, bis (trif luoroacetate) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 635721-87-8 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
CMF C21 H23 N7 02 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



f 




F 



RN 635721-90-3 CAPLUS 

CN 4H-Imidazo[4, 5-d]pyridazin-4-one, 3- (2-butynyl) -3, S-dihydro-5, 7-dimethyl-2- 
(1-piperazinyl)-, mono (trif luoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635721-89-0 
CMF CI 5 H20 N6 O 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 
RN 635722-00-8 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one, 3- (2-butynyl) -3, 5-dihydro-5-methyl-2- (1- 
piperazinyl) -7- (trif luoromethyl) mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635721-99-2 
CMF C15 H17 F3 N6 O 




0 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 

f 

F-C-C02H 
F 



•VO" 



-\. 



RN 635722-02-0 CAPLUS 

CN lH-Imidazo[4, 5-d]pyridazine-4-carboxanu.de, 1- (2-butynyl) -6, 7-dihydro-6- 
methyl-7-oxo-2- (1-piperazinyl) -, mono (trif luoroacetate) (9CI) (CA INDEX 
NAME) 



CM 1 



635722-01-9 
C15 H19 N7 02 



CRN 76-05-1 
CMF C2 H F3 02 



f 

F-C-C02H 
F 

<12/22/2005> 



o 
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CM 2 



CRN 76-05-1 
CMF C2 H F3 02 



(Continued) 
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CRN 635722-37-1 
CMF C16 H22 N6 O 



Absolute stereochemistry. 



-c— O 



635722-04-2 CAPLUS 

lH-Imidazo[4, 5-d]pyridazine-4-carbonitrile, 1- (2-butynyl) -6, 7-dihydro-6- 
methyl-7-oxo-2-(l-piperazinyl)-, mono ( trif luoroacetate) (SCI ) (CA INDEX 
NAME) 

CM 1 

CRN 635722-03-1 
CMF C15 H17 N7 0 




CRN 76-05-1 
CMF C2 H F3 02 




CH2-C=C-Me 



CRN 76-05-1 
CMF C2 H F3 02 



-c-c 



635722-38-2 CAPLUS 
4H-Imidazo[4, 5-d)pyridazin-4-one, 
(2-butynyl) -3, 5-dihydro-5-methyl- 
NAME) 



2- ( { (1R, 2R) -2-aminocyclohexyl] amino] -3- 
raono( trif luoroacetate) (9CI) (CA INDEX 



CM 



1 



r 

F— C- C02H 



RN 635722-40-6 CAPLUS 

CN 4H-Imidazo[4, 5-d)pyrida2in-4-one, 2-( { (1R,2S) -2-aminocyclohexyl] amino] -3- 
( 2-bu tyny 1) -3, 5-dihydro-5 -methyl-, mono(trif luoroacetate) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 635722-39-3 
CMF C16 H22 N6 O 

Absolute stereochemistry. 
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CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



r 

F-C-C02H 



RN 635722-43-9 CAPLUS 

CN 4H-Imidazo[4,5-d]pyridazin-4-one ( 3- (2-butynyl) -3, 5-dihydro-5-mathyl-2- (1- 
piperazinyl) -, mono (4-methylbenzenesulfonate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 635717-65-6 
CMF C14 H18 N6 0 




0 



CM 2 

CRN 104-15-4 
CMF C7 H8 03 S 




IT 635717-73-8 635720-65-9 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(preparation of purinone derivs. as dipeptidylpeptidase IV inhibitors) 
RN 635717-75-8 CAPLUS 

CN 4H-Imidazo(4, 5-d)pyridazin-4-one, 2- (3-amino-l-piperidinyl) -3- (2-butynyl) - 
3,5-dihydro-5-methyl- (9CI) (CA INDEX NAME) 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN (Continued) 




0 



RN 635720-65-9 CAPLUS 

CN Benzonitrile, 2- { [3- (2-butynyl) -3, 4-dihydro-4-oxo-2- (1-piperazinyl) -5H- 
imidazo[4, 5-d) pyridazin-5-yl] methyl] - (9CI) (CA INDEX NAME) 




IT 635722-47-3P 635722-77-9P 635722-78-0P 

635722- 62-6P 635723-02-3P 635723-04-5P 

635723- 14-7P 635723-79-4P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of purinone derivs. as dipeptidylpeptidase IV inhibitors) 
RN 635722-47-3 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- (1- (2-butynyl) -6, 7-dihydro-6-raethyl-7-oxo- 
lH-imidazol4,5-d)pyridazin-2-yl]-, 1, 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 




RN 635722-77-9 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- (4, 5-dihydro-4-oxo-5- 

( (phenylmethoxy) methyl] -lH-imidazo(4, 5-d]pyridazin-2-yl] 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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(Continued) 



Ph-CK2-0-CH2 



635722-78-0 CAPLUS 

1-Piperazinecarboxylic acid, 4- [1- (2-butynyl) -6, 7-dihydro-7-oxo-6- 
[ (phenylmethoxy) methyl) -lH-imidazo[ 4 , 5-dJ pyridazin-2-yl] -, 
1,1 -dimethyl ethyl ester (9CI) (CA INDEX NAME) 



Ph— CH2— O— CH2 



9^ 



cr' 



CH2-CSO-He 



635722-82-6 CAPLUS 

1-Piperazinecarboxylic acid, 4- (4, S-dihydro-5-methyl-4-oxo-lH-imidazo[4, 5- 
d]pyridazin-2-yl)-, 1, 1 -dimethyl ethyl ester (9CI) (CA INDEX NAME) 



635723-02-3 CAPLUS 

1-Piperazinecarboxylic acid, 4 - [6, 7-dihydro-7-oxo-6- 

[ (phenylmethoxy) methyl] -1- (phenylmethyl) -lH-imidazo[4, 5-d] pyridazin-2-yl) - 
, 1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 



L4 ANSWER 10 OF 11 CAPLUS COPYRIGHT 2005 ACS on STN 



Ph-CH 2 -0-CH2 



635723-04-5 CAPLUS 

1-Piperazinecarboxylic acid, 4- [1- (2-butynyl) -6, 7-dihydro-6- [2- (2- 
nitrophenyl) -2-oxoethyl] -7-oxo-lH-imidazo[4, 5-d)pyridazin-2-yl) -, 
1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 



CH; 



RN 635723-14-7 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [4- (aminocarbonyl) -1- (2-butynyl) -6, 7- 
dihydro-6-methyl-7-oxo-lH-imidazo[4, 5-d)pyridazin-2-ylJ -, 
1,1-dimethylethyl eater (9CI) (CA INDEX NAME) 



II S 

C-NH2 _ O 

If X CH 2 -C=C 



RN 635723-79-4 CAPLUS 

CN Carbamic acid, [1- (4, 5-dihydro-5-methyl-4-oxo-lH-imidazo[4, 5-d]pyridazin-2- 
yl)-3-piperidinyl] -, 1,1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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j | j NH-C-OEu-t 

^.N,. ' NH 
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CAPLUS COPYRIGHT 2005 ACS on STN 
1983:612483 CAPLUS 
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Heterocyclic hydrazines and hydrazones. IV, 
Synthesis of hydrazine derivatives in the 
(4, 5-d] iraidazo-4-pyridazinone series 

Beljean-Leymarie, Martine; Pays, Michel; Richer, Jean 
Claude 

UER Sci. Pharm. , Caen, 14032, Fr. 

Canadian Journal of Chemistry (1963), 61(11), 2563-6 
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Journal 

French 
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AB Imidazopyridazinones I (R - Me, Ph) were prepared from the corresponding 

di ami nopyridazi nones by cyclocondensation with CS2. Methylation of I gave 
mixts. of II and III, whose structures have been established by the 
Overhauser effect. The imidazopyridazinones are used for preparation of 
hydrazines and hydrazones. The mass spectra of several key intermediates 
are presented and discussed. 

IT 87946-47-2 87946-48-3 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 
(of thioxoimidazopyridazinones) 

RN 87946-47-2 CAPLUS 

CN lH-Imidazo[4,5-d]pyridazine-2,4-dione, 3, 5-dihydro-3 -methyl- 5-phenyl-, 
2-hydrazone (9CI) (CA INDEX NAME) 

O 

RN 87946-48-3 CAPLUS 

CN lH-Imidazo[4, 5-d]pyridazine-2, 4-dione, 3, 5-di hydro- 5 -phenyl-, 2-hydrazone 
(9CI) (CA INDEX NAME) 
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IT 87946-44-9P 87946-45-0P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(preparation of) 
RN 87946-44-9 CAPLUS 

CN lH-Imidazol4, 5-d] pyridazine-2, 4-dione, 3, 5-dihydro-3, 5 -dimethyl-, 
2-hydrazone (9CI) (CA INDEX NAME) 



RN 87946-45-0 CAPLUS 

CN lH-Imidazo(4,5-d}pyridazine-2, 4-dione, 3, 5-dihydro-5-methyl-, 2-hydrazone 
(9CI) (CA INDEX NAME) 
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